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4-CI 


1 


OMe 


H.Et 


A115 


a1 


4-CI 


1 


OMe 


H.Ph 


A116 


a1 


4-CI 


1 


OMe 


H.C6H4-4-F 


A117 


a1 


4-CI 




CH20H 


H.H 


A118 


a1 


4-CI 




CH20H 


H.C6H4-4-F 


A119 


al 


4-CI 


1 


CH20Me 


H.H 


A120 


a1 


4-CI 




CH20Me 


Me.Me 


A121 


a1 


4-CI 


1 


CH20Me 


EtEt 


A122 


al 


4-CI 


1 


CH20Me 


H.Et 


A123 


a1 


4-CI 




CH20Me 


HPh 


A124 


al 


4-CI 




CH20Me 


H.C6H4-4-F 


A125 


a1 


4-CI 


1 


CF3 


H.H 


A126 


a1 


4-CI 


1 


CF3 


Me v Me 


A127 


al 


4-CI 


1 


CF3 


Et.Et 


A128 


a1 


4-CI 




CF3 


H.Et 


A129 


a1 


4-CI 


1 


CF3 


H.Ph 


A1 30 


a1 


4-CI 




CF3 


H.C6H4-4-F 


A131 


a1 


4-CI 




CH20Ph 


H f H 


A132 


a1 


4-CI 




CH20Ph 


H.C6H4-4-F 


A133 


a1 


4-CI 


1 


CH20CH2Ph 


H.H 


A134 


a1 


4-CI 




CH20CH2Ph 


H.C6H4-4-F 


A135 


a1 


4-CI 


1 


CH2-morpholino 


H,H 


A136 


a1 


4-CI 


1 


CH2-morpholino 


Me.Me 


A137 


al 


4-CI 


1 


CH2-morpholino 


EtEt 


A138 


a1 


4-CI 


1 


CH2-morpholino 


H.Et 


A139 


a1 


4-CI 


1 


CH2-morpholino 


H.Ph 


A140 


a1 


4-CI 




CH2-morphoiino 


H.C6H4-4-F 


A141 


a1 


4-CI 


1 


CH2NHBu 


H.H 


A142 


a1 


4-CI 




CHZNHBu 


H.C6H4-4-F 


A143 


a1 


4-CI 




C = CPh 


H.H 


A144 


a1 


4-CI 




C = CPh 


H.C6H4-4-F 


A145 


a1 


4-CI 




Ph 


H.H 


A146 


a1 


4-CI 




Ph 


H.C6H4-4-F 


A147 


al 


4-CI 




C6H4-4-CF3 


H.H 


A148 


at 


4-CI 




C6H4-4-CF3 


H.C6H4-4-F 


A149 


a1 


4-CI 




C6H4-3-CF3 


H.H 
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A150 
A151 
A152 
A153 
A154 
A155 
A156 
A157 
A158 
A159 
A160 
A161 
A162 
A163 
A164 
A165 
A166 
A167 
A168 
A169 
A170 
A171 
A172 
A173 
A174 
A175 
A176 
A177 
A178 
A179 
A180 
A181 
A182 
A183 
A184 
A185 
A186 
A187 
A188 
A189 
A190 
A191 
A192 
A193 
A194 
A195 
A196 
A197 
A198 
A199 
A200 
A201 
A202 
A203 



a1 
al 
al 
al 
a1 
a1 
a1 
al 
al 
a1 
a1 
a1 
al 
al 
a1 
al 
al 
at 
al 
a1 
a1 
al 
a1 
a1 
al 
a1 
a1 
a1 
a1 
i1 
a1 
a1 
a1 
al 
a1 
a1 
a1 
a1 
a1 
al 
a1 
a1 
al 
a1 
al 
al 
a1 
a1 
a1 
a1 
al 
a1 
a1 
al 



4-CI 
4-CI 
4-Cl 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-C! 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-GI 
4-CI 



C6H4-3-CF3 
C6H4-4-OH 
C6H4-4-OH 
CH2Ph 
CH2Ph 
CH2C6H4-4-CF3 
CH2C6H4-4-CF3 
CH2C6H4-4-CF3 
CH2C6H4-4-CF3 
CH2C6H4-4-CF3 
CH2C6H4-4-CF3 
CH2C6H4-4-OCF3 
CH2C6H4-4-OCF3 
CH2C6H4-4-Ph 
CH2C6H4-4-Ph 
CH2C6H4-2-CI 
CH2C6H4-2-CI 
(CH2)2Ph 
(CH2)2Ph 
SPh 
SPh 
NH2 
NH2 
NHMe 
NHMe 
CH2-piperazino-Ph 
CH2-piperazino-Ph 
CH2-piperidino 
CH2-piperidino 
OCH2Ph 
OCH2Ph 
Ac 
Ac 
CONH2 
CONH2 
CSNH2 
CSNH2 
OCONH2 
OCONH2 
OCSNH2 
OCSNH2 
OS02Me 
OS02Me 
OS02Ph 
OS02Ph 
I 
I 

2 H 
2 H 
2 H 
2 H 
2 H 
2 H 
2 Me 



H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 
Me.Me 
Et,Et 
H.Et 
|H,Ph 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 

[H.H 

H.C6H4-4-F 
H H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
iH H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H H 

H.C6H4-4-F 
H H 

H.C6H4-4-F 
H.H 

|H.C6H4-4-F 
H H 

H.C6H4-4-F 
H H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
|H,H 

H.C6H4-4-F 
H H 

H.C6H4-4-F 
|H,H 

H.C6H4-4-F 
H.H 
Me.Me 
Et.Et 
H£t 
H.Ph 

|H.C6H4-4-F 
H.H 
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A204 
A205 
A206 
A207 
A208 
A209 
A210 
A211 
A212 
A213 
A214 
A215 
A216 
A217 
A218 
A219 
A220 
A221 
A222 
A223 
A224 
A225 
A226 
A227 
A228 
A229 
A230 
A231 
A232 
A233 
A234 
A235 
A236 
A237 
A238 
A239 
A240 
A241 
A242 
A243 
A244 
A245 
A246 
A247 
A248 
A249 
A250 
A251 
A252 
A253 
A254 
A255 
A256 
A257 



a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
al 
al 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
al 
a1 
a1 
al 
al 
a1 
al 
a1 
al 
a1 
a1 
a1 
al 
a1 
a1 
a1 
al 
a1 
al 
a1 
al 
a1 
al 
a1 
a1 
al 
al 
al 
al 
al 
al 
a! 
a1 
al 



4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-C! 
4-CI 
4-CI 
4-CI 
4-CI 
4-C! 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 
4-CI 



2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 
2 



Me 
Me 
Me 
Me 
Me 
OMe 
OMe 
OMe 
OMe 
OMe 
OMe 
CH20H 
CH20H 
CH20Me 
CH20Me 
CH20Me 
0H2OMe 
CH20Me 
CH20Me 
CF3 
CF3 
CF3 
CF3 
CF3 
CF3 
CH20PH 
CH20Ph 
CH20CH2Ph 
CH20CH2Ph 
CH2-morpho1ino 
CH2-morpholino 
CH2-morpholino 
CH2-morpholino 
CH2-morpholino 
CH2-morpholino 
CH2NHBu 
CH2NHBu 
C=CPh 
C = CPh 
Ph 
Ph 

C6H4-4-CF3 
C6H4-4-CF3 
C6H4-3-CF3 
C6H4-3-CF3 
C6H4-4-OH 
C6H4-4-OH 
CH2Ph 
CH2Ph 
CH2C6H4-4-CF3 
CH2C6H4-4-CF3 
CH2C6H4-4-CF3 
CH2C6H4-4-CF3 
CH2C6H4-4-CF3 



Me.Me 
EtEt 
H.Et 
H,Ph 

H.C6H4-4-F 
H.H 
Me.Me 
EtEt 
H.Et 
H f Ph 

H.C6H4-4-F 
H.H 

H,C6H4-4-F 
H.H 
Me.Me 
Et,Et 
H.Et 
H.Ph 

H f C6H4-4-F 
H.H 
Me,Me 
Et,Et 
H.Et 
H,Ph 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H H 

H.C6H4-4-F 
H.H 
Me.Me 
EtEt 
H.Et 
H.Ph 

H.C6H4-4-F 
H H 

h!c6H4-4-F 
H H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H H 

H t C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 
Me.Me 
Et,Et 
H.Et 
H.Ph 
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CH2C6H4-4-CF3 
CH2C6H4-4-OCF3 
CH2C6H4-4-OCF3 
CH2C6H4-4-Ph 
CH2C6H4-4-Ph 
CH2C6H4-2-C! 
CH2C6H4-2-C! 
(CH2)2Ph 
(CH2)2Ph 
SPh 
SPh 
NH2 
NH2 
NHMe 
NHMe 
CH2-piperazino-Ph 
CH2-piperazino-Ph 
CH2-piperidino 
CH2-piperidino 
OCH2Ph 
OCH2Ph 
Ac 
Ac 
CONH2 
CONH2 
CSNH2 
CSNH2 
OCONH2 
OCONH2 
OCSNH2 
OCSNH2 
OS02Me 
OS02Me 
OS02Ph 
0SO2Ph 
I 
I 
H 
H 
H 
H 
H 
H 

Me 
Me 
Me 
Me 
Me 
Me 
OMe 
OMe 
OMe 
OMe 
OMe 



H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H,H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H ? H 

H.C6H4-4-F 
H f H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H H 

H.C6H4-4-F 
H H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H H 

H.C6H4-4-F 
H H 

W.C6H4-4-F 
H.H 
Me.Me 
Et,Et 
H.Et 
H.Ph 

H.C6H4-4-F 
H.H 
Me.Me 
Et£t 
H£t 
HJ>h 

H.C6H4-4-F 
H.H 
Me.Me 
EtEt 
H.Et 
H.Ph 
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a1 

a1 

a1 

a1 

a1 

a1 

a1 

a1 

a1 

al 

a1 

a1 

a1 

a1 

a1 

a1 

a1 

a1 

al 

a1 

al 

a1 

a1 

a1 

a1 

a1 

a1 

a1 

a1 

a1 

a1 

a1 

a1 

al 

a! 

a1 

a1 

al 

a1 

a1 

a1 

a1 

a1 

al 

al 

a1 

a1 

al 

a1 

a1 

al 

a1 

al 

a1 



4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 

4-CF3 



OMe 
CH20H 

0 I CH20H 

0 CH20Me 

0 CH20Me 

0 CH20Me 

0 CH20Me 

0 CH20Me 

0 CH20Me 

0 CF3 

0 CF3 

0 CF3 

0 CF3 

0 CF3 

0 CF3 

0 CH20Ph 

0 CH20Ph 

0 CH2O0H2Ph 

0 CH20CH2Ph 

0 CH2-morpholino 

0 CH2-morpholino 

0 CH2-morpholino 

0 CH2-morpholino 

0 CH2-morpholino 

0 CH2-morpholino 

0 CH2NHBu 

0 CH2NHBU 

0 C=CPh 

0 C=CPh 

0 Ph 

0 Ph 

0 C6H4-4-CF3 

0 C6H4-4-CF3 

0 C6H4-3-CF3 

0 C6H4-3-CF3 

0 C6H4-4-OH 

0 C6H4-4-OH 

0 CH2Ph 

0 CH2Ph 

0 CH2C6H4-4-CF3 

0 CH2C6H4-4-CF3 

0 CH2C6H4-4-CF3 

0 CH2C6H4-4-CF3 

0 CH2C6H4-4-CF3 

0 CH2C6H4-4-CF3 

0 CH2C6H4-4-OCF3 

0 CH2C6H4-4-OCF3 

0 CH2C6H4-4-Ph 

0 CH2C6H4-4-Ph 

0 CH2C6H4-2-CI 

0 CH2C6H4-2-CI 

0 (CH2)2Ph 

0 (CH2)2Ph 

0 SPh 



H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 
Me.Me 
EtEt 
H.Et 
H f Ph 

H.C6H4-4-F 
H.H 
Me.Me 
EtEt 
H.Et 
H.Ph 

H.C6H4-4-F 
H H 

H.C6H4-4-F 
H H 

H.C6H4-4-F 
H.H 
Me.Me 
Et,Et 
H.Et 
H.Ph 

H.C6H4-4-F 
H H 

H.C6H4-4-F 
H H 

H.C6H4-4-F 
H H 

H.C6H4-4-F 
H H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H H 

H.C6H4-4-F 
H,H 
Me.Me 
Et.Et 
H.Et 
HPh 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H,H 

H.C6H4-4-F 
H H 

H.C6H4-4-F 
H H 

H.C6H4-4-F 
H.H 
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A366 
A367 
A368 
A369 
A370 
A371 
A372 
A373 
A374 
A375 
A376 
A377 
A378 
A379 
A380 
A381 
A382 
A383 
A384 
A385 
A386 
A387 
A388 
A389 
A390 
A391 
A392 
A393 
A394 
A395 
A396 
A397 
A398 
A399 
A400 
A401 
A402 
A403 
A404 
A405 
A406 
A407 
A408 
A409 
A410 
A411 
A412 
A413 
A414 
A415 
A416 
A417 
A418 
A419 



a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
al 
a1 
a1 
al 
al 
a1 
a1 
a1 
al 
a1 
a1 
a1 
a1 
al 
al 
a1 
a1 
al 
a1 
a1 
a1 
al 
a1 
al 
a1 
al 
a1 
a1 
al 
al 
a1 
a1 
al 
al 
a1 
a1 
a1 
a1 
al 
a1 
a1 
al 
al 
al 



4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 



0 
0 
0 
0 
0 
0 
0 
0 
0 
0 
0 
0 
0 
0 

0 

0 

0 

0 

0 

0 

0 

0 

0 

0 

0 

0 

0 

1 
1 
1 
1 
1 
1 
1 
1 
1 
1 
1 
1 
1 
1 
1 
1 
1 
1 
1 
1 
1 
1 
1 
1 
1 
1 
1 



SPh 
NH2 
NH2 
NHMe 
NHMe 
CH2-piperazino-Ph 
CH2-piperazino-Ph 
CH2-piperidino 
CH2-piperidino 
OCH2Ph 
OCH2Ph 
Ao 
Ac 
CONH2 
CONH2 
CSNH2 
CSNH2 
OCONH2 
OCONH2 
OCSNH2 
OCSNH2 
OS02Me 
OS02Me 
OS02Ph 
OS02Ph 
I 



I 

H 

H 

H 

H 

H 

H 

Me 

Me 

Me 

Me 

Me 

Me 
OMe 
OMe 
OMe 
OMe 
OMe 

OMe 
CH20H 
CH20H 
CH20Me 
CH20Me 
CH20Me 
CH20Me 
CH20Me 
CH20Me 

CF3 



H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H f H 

H.C6H4-4-F 
H f H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H H 

KC6H4-4-F 

Ih h 

H.C6H4-4-F 
H H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 
H.C6H4-4-F 
H.H 
IH.C6H4-4-F 
H H 
H.C6H4-4-F 
H H 

IH.C6H4-4-F 
H.H 
Me.Me 
|Et,Et 
H£t 
Hph 
H.C6H4-4-F 
H,H 
Me.Me 
|Et,Et 
H.Et 
H,Ph 

H.C6H4-4-F 
H.H 
Me,Me 
Et,Et 
H.Et 
iHPh 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 
Me,Me 

|Et£t 
]H.Et 
H,Ph 

H.C6H4-4-F 
H.H 
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CH2-piperazino-Ph 
CH2-piperazino-Ph 
CH2-piperidino 
CH2-piperidino 
OCH2Ph 
OCH2PH 
Ao 
Ac 
CONH2 
CONH2 
CSNH2 
CSNH2 
OCONH2 
OCONH2 
OCSNH2 
OCSNH2 
OS02Me 
OS02M© 
OS02Ph 
OS02Ph 
I 
I 

H 
H 
H 
H 
H 
H 

Me 
Me 
Me 
Me 



H.C6H4-4-F 
H H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H,H 
Me.Me 
EtEt 
H.Et 
H.Ph 

H.C6H4-4-F 
H H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H H 

aC6H4-4-F 
H,H 

,H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H H 

H.C6H4-4-F 
|H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H H 

UC6H4-4-F 

|H.H 

H.C6H4-4-F 
H.H 

|H.C6H4-4-F 
H.H 
Me.Me 
|Et.Et 
H.Et 
H.Ph 

H.C6H4-4-F 
H.H 
Me.Me 
EtEt 
H.Et 
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A697 


a1 


4-SMe 


1 


A698 


a1 


3,5-difluoro 


1 


A699 


a1 


H 


1 


A700 


a1 


3-F ! 


1 


A701 


a1 


2-Me 


1 


A702 


a1 


3-OMe 


1 


A703 


a1 


4-OH 




A704 


a1 


4-OMe 


1 


A705 


a1 


2-Ac 


1 


A706 


a1 


4-CH=CH2 




A707 


a1 


4-CF3, 3-F 


1 


A708 


al 


4-OCF3 


-j 


A709 


a1 


4-SMe 




A710 


al 


3,5— difluoro 


1 


A711 


a1 


H 


1 


A712 


a1 


3-F 


1 


A713 
#a / i w 


a1 


2-Me 


1 


A714 


al 


3-OMe 




A715 


al 


4-OH 




A716 


a1 


4-OMe 


1 


A717 


a1 


2-Ac 


1 


A71 ft 


a1 

a i 


4-CH=CH2 


1 


A719 

/A / o 


a1 


4-CF3 t 3-F 


1 




a1 


4-OCF3 




A791 

/A / £. 1 


a1 
d i 


4-SMe 




A799 


a1 


3 Htflnrtm 

\J ,kJ UlllUVl V 




A7?1 

/A / 


a1 


H 




A794 


a1 

d 1 


3-F 






d l 


2-Me 


1 


A79R 


a1 


3-OMe 


1 


A797 


a l 


4-OH 


1 


/A / ^.O 


a1 

CJ I 


4-OMe 


1 


A79Q 


al 

d 1 


2-Ac 


1 


A7^0 

/A/ Ow» 


a1 


^ vn wi • *- 


-I 


A731 


a1 


4-CF3, 3-F 


1 


A7^2 

/A / Oi. 


a1 


4-OCF3 


- 


A7T* 


a1 

a 1 


4-SMe 




A7?4 
aw o*r 


a1 
d 1 


O ,xJ UUIUUIU 


- 


A735 

/A / Owl 


al 


H 

I I 


2 


A736 


a1 


3-F 

O I 


2 


A737 


a1 


2-Me 


2 


A7^a 


a1 
d • 


3-OMe 


2 


A739 


a1 


4-OH 


2 


A740 

/A / *t%# 


a1 


4-nM 6 

*T WIVIO 


2 


A741 


a1 


2-Ac 


2 


A742 

/A / *t4i 


a1 
d i 


4-CH=CH2 


2 


A743 


a1 


4-CF3, 3-F 


2 


A744 


a1 


4-OCF3 


2 


A745 


a1 


4-SMe 


2 


A746 


a1 


3,5-difluoro 


2 


A747 


a1 


H 


2 


A748 


a1 


3-F 


2 


A749 


al 


2-Me 


2 


A750 


a1 


3-OMe 


2 


A751 


al 


4-OH 


2 


A752 


a1 


4-OMe 


2 


A753 


a1 


2-Ac 


2 
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Me 


H,Ph 


Me 


H.C6H4-4-F 


OMe 


H.H 


OMe 


Me.Me 


OMe 


Et.Et 


OMe 


H.Et 


OMe 


H.Ph 


OMe 


H,C6H4-4-F 


CH20H 


H.H 


CH20H 


H.C6H4-4-F 


CH20Me 


H,H 


CH20Me 


Me Me 


CH20Me 


Et,Et 


CH20Me 


H.Et 


CH20Me 


H,Ph 


CH20Me 


H C6H4-4-F 


CF3 


H.H 


CF3 


Me Me 


CF3 


Et,Et 


CF3 


H.Et 


CF3 


H.Ph 


CF3 


H C6H4-4-F 


CH20Ph 


H,H 




H C6H4-4-F 




H H 

n,ri 


fiH9nriH?Ph 

uribUvn^rn 


H C6H4-4-F 


wni ilKJifJi IvJlli lu 


H H 

riii ■ 


PUO— nriAmhrtlinrt 

v/rifc rriwr pi iuiii i w 


Me Me 


ni-17-mnmhrttlnn 
v;nt niui|j| iuiii iu 


EtEt 


f*iH9— mnmlintinn 
writ. IIKJI JJI IU 


H Et 

1 1.1— L 


writ, iiiui i^iiwiii iv# 


H,Ph 




H C6H4-4-F 




H H 


CH2NHBu 


H C6H4-4-F 


C = CPh 
w — wrn 


H H 


W — wrn 


H C6H4-4-F 


Ph 
ill 


H H 


Ph 
ill 




nfiH4— 4— nFi 

wont *t wr o 


n,n 


ttfiH4— 4— CF^ 


H C6H4-4-F 


HRH4— ^-CF^ 
wunt o wi o 


U LJ 

n,n 


C6M4-3-CF3 
wvn~t o wi m 


H C6H4-4-F 


vunt "t wn 


H H 


fifiH4-4-OH 
vun" t w 1 1 


u H6H4-4-F 


vrlfcr 1 1 


n,n 


V/ntr 1 1 


H C6H4-4-F 


CH2C6H4-4-CF3 


HH 

I Ifl ■ 


CH2C6H4-4-CF3 


Me v Me 


CH2C6H4-4-CF3 


EtEt 


CH2C6H4-4-CF3 


H£t 


CH2C6H4-4-CF3 


H.Ph 


CH2C6H4-4-CF3 


H.C6H4-4-F 


CH2C6H4-4-OCF3 


H H 


CH2C6H4-4-OCF3 


KC6H4-4-F 


CH2C6H4-4-Ph 


H.H 


CH2C6H4-4-Ph 


H.C6H4-4-F 


CH2C6H4-2-CI 


H,H 
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A754 


a1 


4-CH=CH2 


2 


CH2C6H4-2-CI 1 


H.C6H4-4-F 


A755 


al 


4-CF3, 3-F 


2 


(CH2)2Ph 


H.H 


A756 


al 


4-OCF3 


2 


(CH2)2Ph 


H.C6H4-4-F 


A757 


a1 


4-SMe 


2 


SPh 


H.H 


A758 


a1 


3.5-difluoro 


2 


SPh 


H.C6H4-4-F 


A759 


a1 


H 


2 


NH2 


H.H 


A760 


a1 


3-F 


2 


NH2 


H.C6H4-4-F 


A761 


al 


2-Me 


2 


NHMe 


H.H 


A762 


a1 


3-OMe 


2 


NHMe 


H.C6H4-4-F 


A763 


a1 


4-0H 


2 


CH2-piperazino-Ph 


H.H 


A764 


a1 


4-OMe 


2 


CH2-piperazino-Ph 


H.C6H4-4-F 


A765 


a1 


2-Ac 


2 


CH2-piperidino 


H.H 


A766 I 


a1 


4-CH=CH2 


2 


CH2-piperidino 


H.C6H4-4-F 


A767 

/A 9 \M 9 


a1 


4-CF3. 3-F 


2 


0CH2Ph 


H.H 


/A 9 UO 


al 


4-OCF3 


2 


0CH2Ph 


H.C6H4-4-F 


A769 


a1 


4-SMe 


2 


Ac 


H.H 


A770 


al 


3 5— drfluoro 


2 


Ac 


H.C6H4-4-F 


A771 

r\i 9 * 


a1 


H 


2 


CONH2 


H,H 


A119 

r\i 9 c 


a1 


3-F 


2 


CONH2 


H.C6H4-4-F 


A773 

r\ 9 9 «J 


al 


2-Me 


2 


CSNH2 


H.H 


A774 


a1 


3-OMe 


2 


CSNH2 


H.C6H4-4-F 


A775 

/A 9 9 *J 


a1 


4-OH 


2 


OCONH2 


H.H 


A776 

/A/ #V 


a1 


4-OMe 


2 


OCONH2 


H.C6H4-4-F 


A777 

r\t 9 9 


a1 


2-Ac 


2 


OCSNH2 


H.H 


A778 


a1 


4-CH=CH2 


2 


0CSNH2 


H.C6H4-4-F 


A779 

/A 9 9** 


a1 


4-CF3, 3-p 


2 


OS02Me 


H.H 


A7RO 


al 


4-OCF3 


2 


0S02Me 


H.C6H4-4-F 


A781 

/A/O 1 


al 


4-SMe 


2 


0S02Ph 


H.H 


A7R2 

/A / SJ£- 


a1 


3 5 —drfluoro 


2 


0S02PH 


H.C6H4-4-F 


/A / OO 


al 


H 


2 


I 


H.H 


A7R4 


a1 


3-F 


2 


I 


H.C6H4-4-F 


A7R5 


a2 


4-CI 


0 


H 


H.H 


A7Rfi 

/A / OU 


a2 


4-CI 


0 


H 


Me.Me 


A7R7 

f\ 9 O / 


a2 

ac. 


4-CI 


o 


H 


EtEt 


A7RR 
/A / DO 




4-CI 


o 


H 


HEt 


A7RQ 




4-CI 


o 


H 


H.Ph 


A7QO 


~9 


4-CI 


o 


H 


H.C6H4-4-F 


A791 


a2 


4-CI 


o 


Me 


H.H 


A7Q9 
/A/at 


at 


4-CI 


o 


Me 


Me,Me 


A7Q1 

M / 57 «> 




4-CI 


o 


Me 


Et,Et 


A7Q4 


5,9 

eat. 


4-CI 


o 


Me 


H.Et 


A7QR 




4-CI 


o 


Me 


H,Ph 


A7Qfi 

/A/570 




4-CI 


o 


Me 


H.C6H4-4-F 


A7Q7 

AN/ 51 / 




4-CI 


o 


OMe 


H.H 


A7DQ 
A\ / SID 


s*9 


4-CI 


o 


OMe 


Me.Me 


A7QQ 

/A / 957 


<X£- 


4-CI 


o 


OMe 


EtEt 




a2 


4-CI 


0 


OMe 


H.Et 


A801 


a2 


4-CI 


0 


urvre 


H.Ph 


A802 


a2 


4-CI 


0 


OMe 


H.C6H4-4-F 


A803 


a2 


4-CI 


0 


CH20H 


H.H 


A804 


a2 


4-CI 


0 


CH20H 


H.C6H4-4-F 


A805 


a2 


4-CI 


0 


CH20Me 


H.H 


A806 


a2 


4-CI 


0 


CH20Me 


Ma.Me 


A807 


a2 


4-CI 


0 


CH20Me 


Et,Et 


A808 


a2 


4-CI 


0 


CH20Me 


H.Et 


A809 


a2 


4-CI 


0 


CH20Me 


HPh 


A810 


a2 


4-CI 


0 


CH20Me 


H.C6H4-4-F 
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A811 


a2 


4-CI 


0 


CF3 


H.H 


A812 


a2 


4-CI 


0 


CF3 


Me.Me 


A813 


a2 


4-CI 


0 


CF3 


Et,Et 


A814 


a2 


4-CI 


0 


CF3 


H.Et 


A815 


a2 


4-CI 


0 


CF3 


H.Ph 


A816 


a2 


4-CI 


0 


CF3 


H.C6H4-4-F 


A81.7 


a2 


4-CI 


0 


CH20Ph 


H,H 


A818 


a2 


4-CI 


0 


CH20Ph 


H.C6H4-4-F 


A819 


a2 


4-CI 


0 


CH20CH2Ph 


H.H 


A820 


a2 


4-CI 


0 


CH20CH2Ph 


H.C6H4-4-F 


A821 


a2 


4-CI 


0 


CH2-morpholino 


H.H 


A822 


a2 


4-CI 


0 


CH2-morpholino 


Me.Me 


A823 


a2 


4-CI 


0 


CH2-morpholino 


EtEt 


A824 


a2 


4-CI 


0 


CH2-morpholino 


H.Et 


A825 


a2 


4-CI 


0 


CH2-morpholino 


HPh 


A826 


a2 


4-CI 


0 


CH2-morpholino 


H.C6H4-4-F 


A827 


a2 


4-CI 


0 


CH2NHBu 


H.H 


A828 


a2 


4-CI 


0 


CH2NHBu 


H.C6H4-4-F 


A829 


a2 


4-CI 


0 


C=CPh 


H.H 


A830 


a2 


4-CI 


0 


C=CPh 


H.C6H4-4-F 


A831 


a2 


4-CI 


0 


Ph 


H.H 




a2 


4-CI 


o 


Ph 


H.C6H4-4-F 


Aft'*'* 


a2 


4-CI 


o 


C6H4-4-CF3 


H.H 


AR**4 

MOOH 


a2 


4-CI 


o 


C6H4-4-CF3 


H.C6H4-4-F 




a2 


4-CI 


o 


C6H4-3-CF3 


H,H 


Aft^fi 
noou 


a2 


4-CI 


o 


C6H4-3-CF3 


H.C6H4-4-F 


Aft"?? 


a2 


4-CI 


o 


C6H4-4-OH 


H.H 


AR?R 

MOOO 




4-CI 


o 


C6H4-4-OH 


H.C6H4-4-F 


nous 


a2 


4-CI 


o 


CH2Ph 


H.H 


A84D 


a2 


4-CI 


o 


CH2Ph 


H.C6H4-4-F 


A 841 


a2 


4-CI 


o 


CH2C6H4-4-CF3 


H.H 


AR49 


a2 


4-CI 


o 


CH2C6H4-4-CF3 


Me.Me 


A84? 




4-CI 


o 


CH2C6H4-4-CF3 


EtEt 


A844 


a2 


4-CI 


o 


CH2C6H4-4-CF3 


H.Et 


A845 


a2 


4-CI 


0 


CH2C6H4-4-CF3 


H.Ph 


A846 


a2 


4-CI 


0 


CH2C6H4-4-CF3 


H.C6H4-4-F 


A847 


a2 


4-CI 


0 


CH2C6H4-4-OCF3 


H.H 


A848 


a2 


4-CI 


o 


CH2C6H4-4-OCF3 


H.C6H4-4-F 


A84Q 


a2 


4-CI 


0 


CH2C6H4-4-Ph 


H.H 


A A 50 
noou 


a2 


4-CI 


0 


CH2C6H4-4-Ph 


H.C6H4-4-F 


AOCI 
nuJ i 


a2 


4-CI 


0 


CH2C6H4-2-CI 


H.H 


AOCO 
/AO vJ^. 


a2 


4-CI 


o 


CH2C6H4-2-CI 


H.C6H4-4-F 


A853 

/AO JO 


a2 


4-CI 


0 


(CH2)2Ph 


H.H 


A854 


a2 


4-CI 


0 


(CH2)2Ph 


H.C6H4-4-F 


A855 
nooo 


a2 


4-CI 


0 


SPh 


H.H 


A856 


a2 


4-CI 


0 


SPh 


H.C6H4-4-F 


A857 


a2 


4-CI 


0 


NH2 


H.H 


A858 


a2 


4-CI 


0 


NH2 


H.C6H4-4-F 


A859 


a2 


4-CI 


0 


NHMe 


H H 


A860 


a2 


4-CI 


0 


NHMe 


h!c6H4-4-F 


A861 


a2 


4-CI 


0 


CH2-piperazino-Ph 


H H 


A862 


a2 


4-CI 


0 


CH2-piperazino-Ph 


H.C6H4-4-F 


A863 


a2 


4-CI 


0 


CH2-piperidino 


H H 


A864 


a2 


4-CI 


0 


CH2-piperidino 


KC6H4-4-F 


A865 


a2 


4-CI 


0 


OCH2Ph 


H.H 


A866 


a2 


4-CI 


0 


OCH2Ph 


H.C6H4-4-F 


A867 


a2 


4-CI 


0 


Ac 


H.H 
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[$17] 



A868 
A869 
A870 
A871 
A872 
A873 
A874 
A875 
A876 
A877 
A878 
A879 
A880 
A881 
A882 
A883 
A884 
A885 
A886 
A887 
A888 
A889 
A890 
A891 
A892 
A893 
A894 
A895 
A896 
A897 
A898 
A899 
A900 
A901 
A902 
A903 
A904 
A905 
A906 
A907 
A908 
A909 
A910 
A911 
A912 
A913 
A914 
A915 
A916 
A917 
A918 
A919 
A920 
A921 
A922 
A923 
A924 



a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 

a2 



4-CI 

4-Cl 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 

4-CI 



Ac 
CONH2 
CONH2 
CSNH2 
CSNH2 
OCONH2 
OCONH2 
OCSNH2 
OCSNH2 
OS02M© 
OS02Me 
OS02Ph 
OS02Ph 

I 

I 

H 
H 
H 
H 
H 
H 

Me 
Me 
Me 
Me 
Me 
Me 
OMe 
OMe 
OMe 
OMe 
OMe 
OMe 
CH20H 
CH20H 
CH20Me 
CH20Me 
CH20Me 
CH20Me 
CH20Me 
0H2OMe 
CF3 
CF3 
CF3 
CF3 
CF3 
CF3 
CH20Ph 
CH20Ph 
CH20CH2Ph 
CH20CH2Ph 
CH2-morpholino 
CH2-morpholino 
CH2-morpholino 
CH2-morphotino 
CH2-morpho!ino 
CH2-morpholino 



H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H H 

h!c6H4-4-F 
H,H 

H.C6H4-4-F 
H H 

H.C6H4-4-F 
,H,H 

H.C6H4-4-F 
H H 

|H!c6H4-4-F 
H.H 
H.C6H4-4-F 

|h,h 

| Me.Me 
EtEt 
H.Et 
H.Ph 

,H f C6H4-4-F 
H.H 
Me.Me 

I H.Et 
|H.Ph 
H.C6H4-4-F 
H.H 
Me.Me 
EtEt 
|H£t 
H.Ph 
H.C6H4-4-F 
H,H 
H.C6H4-4-F 
H.H 
Me.Me 
|Et.Et 
H.Et 
iH.Ph 

|H.C6H4-4-F 
H,H 
Me.Me 
|Et.Et 
HJEt 
H,Ph 

H.C6H4-4-F 
H t H 

H.C6H4-4-F 
H.H 

|H.C6H4-4-F 
H.H 
Me.Me 
|Et.Et 
H.Et 
H.Ph 

|H.C6H4-4-F 
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5134 


A3243 


B22 


C59 


5061 


A3217 


B2 


C41 




5098 


A3229 


B21 


C59 




5135 


A3248 


B1 


CI 


5062 


A3217 


B2 


C59 




5099 


A3229 


B22 


C1 




5136 


A3248 


B1 


C5 


5063 


A3217 


B21 


C1 




5100 


A3229 


B22 


C5 




5137 


A3248 


B1 


C41 


5064 


A3217 


B21 


C5 




5101 


A3229 


B22 


C41 




5138 


A3248 


B1 


C59 


5065 


A3217 


B21 


C41 




5102 


A3229 


B22 


C59 




5139 


A3248 


B2 


C1 


5066 


A3217 


B21 


C59 




5103 


A3234 


B1 


C1 




5140 


A3248 


B2 


C5 


5067 


A3217 


B22 


C1 




5104 


A3234 


B1 


C5 




5141 


A3248 


B2 


C41 


5068 


A3217 


B22 


C5 




5105 


A3234 


B1 


C41 




5142 


A3248 


B2 


C59 


5069 


A3217 


B22 


C41 




5106 


A3234 


B1 


C59 




5143 


A3248 


B21 


C1 


5070 


A3217 


B22 


C59 




5107 


A3234 


B2 


C1 




5144 


A3248 


B21 


C5 


5071 


A3222 


B1 


CI 




5108 


A3234 


B2 


C5 




5145 


A3248 


B21 


C41 


5072 


A3222 


B1 


C5 




5109 


A3234 


B2 


C41 




5146 


A3248 


B21 


C59 


5073 


A3222 


B1 


C41 




5110 


A3234 


B2 


C59 




5147 


A3248 


B22 


C1 


5074 


A3222 


B1 


C59 




5111 


A3234 


B21 


C1 




5148 


A3248 


B22 


C5 


5075 


A3222 


B2 


C1 




5112 


A3234 


B21 


C5 




5149 


A3248 


B22 


C41 


5076 


A3222 


B2 


C5 




5113 


A3234 


B21 


C41 




5150 


A3248 


B22 


C59 


5077 


A3222 


B2 


C41 




5114 


A3234 


B21 


C59 












5078 


A3222 


B2 


C59 




5115 


A3234 


B22 


C1 










5079 


A3222 


B21 


CI 




5116 


A3234 


B22 


C5 










5080 


A3222 


B21 


C5 




5117 


A3234 


B22 


C41 











{0 14 6] 



ffiiE# 2004-3122203 



#M2 003-403274 



129/ 



[*1 1 5] 



5241 
5242 
5243 
5244 
5245 




B21 

B21 

B22 

B22 

B22 

B22 

B1 

B1 

B1 

B1 

B2 

B2 

B2 

B2 

B21 

B21 



C41 
C59 

01 
C5 
C41 
C59 
C1 
C5 
C41 
C59 
C1 
!C5 
C41 
C59 
C1 
ICS 
IC41 
IC59 

loi 

IC5 
IC41 
C59 
Id 
|C5 
C41 
,C59 
[CI 
|C5 
C41 
C59 
|C1 
[C5 
C41 
C59 
|C1 
C5 

A3890 |B22 C41 
A3890 B22 C59 
A3891 B1 C1 
A3891 B1 C5 
A3891 B1 C41 
A3891 B1 C59 
A3891 B2 C1 
A3891 B2 C5 
A3891 B2 C41 
A3891 |B2 |C59 



A3888 
A3888 
A3888 
A3888 
A3888 

5246 A3888 

5247 A3889 
5248 A3889 

5249 A3889 

5250 A3889 

5251 A3889 

5252 A3889 

5253 A3889 

5254 A3889 

5255 A3889 

5256 A3889 

5257 A3889 IB21 

5258 A3889 B21 

5259 A3889 B22 

5260 A3889 B22 

5261 A3889 B22 

5262 A3889 B22 

5263 A3890 B1 

5264 A3890 B1 

5265 A3890 B1 

5266 A3890 B1 

5267 A3890 B2 

5268 A3890 B2 

5269 A3890 B2 

5270 A3890 B2 

5271 A3890 B21 

5272 A3890 B21 

5273 A3890 B21 

5274 A3890 B21 

5275 A3890 B22 
5276|A3890 |b22 
5277 
5278 
5279 
5280 
5281 
5282 
5283 
5284 
5285 
5286 



[0 14 7] 



mtE#2 004-3122203 



Sfrm 2003-403274 



^-v: 130/ 



[* 1 1 6 ] 



5287 
5288 
5289 
5290 
5291 
5292 
5293 
5294 
5295 
5296 
5297 
5298 
5299 
5300 
5301 
5302 
5303 
5304 
5305 
5306 
5307 
5308 
5309 
5310 
5311 
5312 
5313 
5314 
5315 
5316 
5317 
5318 
5319 
5320 
5321 
5322 
5323 
5324 
5325 
5326 
5327 



A3891 
A3891 
A3891 
A3891 
A3891 
A3891 
A3891 
A3891 
A3892 
A3892 
A3892 
A3892 
A3892 
A3892 
A3892 
A3892 
A3892 
A3892 
A3892 
A3892 
A3892 
A3892 
A3892 
A3892 
A3893 
A3893 
A3893 
A3893 
A3893 
A3893 
A3893 
A3893 
A3893 
A3893 
A3893 
A3893 
A3893 
A3893 
A3893 
A3893 
A3894 



B21 
B21 
B21 
|B21 
|B22 
B22 
|B22 
B22 
B1 
B1 
B1 

|bi 

B2 
B2 
|B2 
|B2 
IB21 
B21 
)b21 
|B21 
IB22 
B22 
|B22 
B22 
B1 
|B1 

Ibi 

IB1 
|b2 
B2 
|B2 
B2 
[B21 
|B21 
|B21 
B21 
|b22 
IB22 
B22 
B22 
B1 



C1 
C5 
C41 
C59 
C1 
C5 
C41 
C59 
CI 
C5 
C41 
C59 
C1 
C5 
C41 
C59 
C1 
C5 
C41 
C59 
C1 
C5 
C41 
C59 
C1 
C5 
C41 
C59 
C1 
C5 
C41 
C59 
C1 
C5 
C41 
C59 
C1 
C5 
C41 
C59 
C1 



5328 
5329 
5330 



B1 



A3894 
A3894 
A3894 

5331 A3894 

5332 A3894 

5333 A3894 

5334 A3894 

5335 A3894 

5336 A3894 

5337 A3894 

5338 A3894 

5339 A3894 

5340 A3894 

5341 A3894 

5342 A3894 

5343 A3895 
5344A3895 

5345 A3895 

5346 A3895 

5347 A3895 

5348 A3895 

5349 A3895 

5350 A3895 

5351 A3895 

5352 A3895 

5353 A3895 

5354 A3895 

5355 A3895 

5356 A3895 

5357 A3895 

5358 A3895 

5359 A3896 

5360 A3896 

5361 A3896 

5362 A3896 

5363 A3896 

5364 A3896 

5365 A3896 

5366 A3896 

5367 A3896 



B1 
B1 
B2 
B2 
B2 
B2 
B21 
B21 
B21 
B21 
B22 
B22 
B22 
B22 
B1 
B1 
B1 
B1 
B2 
B2 
B2 
B2 
B21 
B21 
B21 
B21 
B22 
B22 
B22 
B22 
Bl 
B1 
B1 
B1 
B2 
B2 
B2 
B2 
B21 



5368 A3896 |B21 



C5 
C41 
C59 
C1 
C5 
C41 
|C59 
|C1 
|C5 
C41 
C59 
|C1 
C5 
IC41 
[C59 
IC1 
C5 
C41 
C59 
Id 
|C5 
C41 
|C59 
|C1 
C5 
C41 
C59 
|C1 
IC5 
C41 
C59 
|C1 
C5 
C41 
IC59 
[CI 
|C5 
IC41 
C59 
IC1 
C5 



5369 
5370 
5371 
5372 
5373 
5374 
5375 
5376 
5377 
5378 
5379 
5380 
5381 
5382 
5383 
5384 
5385 
5386 
5387 
5388 
5389 
5390 
5391 
5392 
5393 
5394 
5395 
5396 
5397 
5398 
5399 
5400 
5401 
5402 
5403 
5404 
5405 
5406 



A3896 
A3896 
A3896 
A3896 
A3896 
A3896 
A3897 
A3897 
A3897 
A3897 
A3897 
A3897 
A3897 
A3897 
A3897 
A3897 
A3897 
A3897 
A3897 
A3897 
A3897 
A3897 
A3898 
A3898 
A3898 
A3898 
A3898 
A3898 
A3898 
A3898 
A3898 
A3898 
A3898 
A3898 
A3898 
A3898 
A3898 
A3898 



B21 
B21 



B22 
B22 
B22 
B22 
B1 
B1 
B1 
B1 
B2 
B2 
B2 
B2 
B21 
B21 
B21 
B21 
B22 
B22 
B22 
B22 
B1 
B1 



B1 
B1 
B2 
B2 
B2 
B2 
B21 
B21 
B21 
B21 
B22 
B22 
B22 
B22 



C41 
C59 
C1 
C5 
C41 
C59 
C1 
C5 
C41 
C59 
C1 
C5 
C41 
C59 
C1 
C5 
C41 
C59 
C1 
C5 
C41 
C59 
C1 
C5 
C41 
C59 
C1 
C5 
C41 
C59 
C1 
C5 
C41 
C59 
C1 
C5 
C41 
C59 



m«E#2 0 0 4-3 1 2 2 2 0 3 



#12003-403274 



<*-i? : 131/ 



rasa JKKBSsKi isFBS 

«0 0O5~10Bg/kg/Bt*0, »iL<«0. 01-l»g/kg/B»* 



[0 15 2] 

Me 
E t 

nBu n-^;V 

t B u t e r t - "7+* 

Ph -7^-;v 

B n 

Ac T-fe-f-^V 

Ms > * >;*.>nfc— * 

TMS h'J^W^ 

PCC tfV V— -)A^nn?o^- b 

rD T 11' -*>u#— A'^-f - r^S—fr 

DBU 1, 8-^->^ C5. 4. 0] *>tM:-7-^ 

DME 1. 2-^>*~>^*> 

TBS 3- t e r t -7+*?* V V** s '* 

TFMP 4-b'J7**n^f*7xi* 



[0 15 3] 



ffi!E# 2004-3122203 



#M 2003-403274 



^-v : 132/ 



lit 1 4 ] 



1) LiN(TMS) 2 
(COOEt) 2 

2) NH 2 OHH 2 0 



COOEt 




(1-1-2) ~~ (1-1-4) 
[0 15 4] 
[S1171 



1 No 


R 1 


R 2 


NMR 


1-1-1 


TFMP 


H 


1.46(3H,tJ=6.9Hz),4.49(2H,q,J=6.9Hz),7.04(l 
H.s),7.77(2H.d.J=8.7Hz),7.95(2H.d.J=8.7Hz) 


1-1-2 


TFMP 


Me 


1.46(3H,t ) J=6.9Hz),2.47(3H,s),4.49(2H,q,J=6.9 
Hzy7.78(2H,d.J=8.4Hz),7.86f2H.d.J=8.4Hz) 


1-1-3 


p-Cl-CeHL,- 


H 


1.45(3H ) t,J=7-2Hz) ) 4.48(2H,CbJ=7.2Hz),6.92(l 
H.s).7.47(2H.d.J=8.4Hz),7.75(2H.d.J=8.4Hz) 


1-1-4 


tr >; ^ > - 


H 


1.46(3H ) t,J=7.2Hz),4.50(2H,q,J=7.2Hz),7.12(l 
H,s),7.68(2H,d I J=6.0Hz) ) 8.79(2H,d.J=6.0Hz) 



[0 15 5] 

f?yn^-4-^^;v-^v^-9-y-;v-3-*;v^>m^^^^^ (1-2-1) 

[0 15 6] 



[it 1 5 ] 



COOEt Me v COOEt 



Me v/ POBr 3 
0«=V NH Br 



^Hn^uitxf*:^'/ (1 : 8) -CfcttU MHb*»*»** 

ffiSE# 2004-3122203 



003-403274 ^-v : 133/ 



^H-NMRCCDCh): 1.43(3H, t, J=7.2Hz), 2.19(3H,s). 4.45(2H,q, J=7.2Hz). 



[0 15 7] 
Hb 1 6 1 



Me. y COOEt Me W COOB 

Br ^ N - — 



10 15 8] 



[ft 1 7 1 



COOEt B W^ OH 



miu nkjft lii — ii 3t;ottft*#fco 

(2-1-2) ~ (2-1-9) %n*^*U^o 
[0 15 9] 



tbliE#2 004-3122203 



#M 2003-403274 



^-v : 134/ 



m 1 1 8 ] 



No 
2-1-1 


R 1 

fill .1H M 1 k 

TFMP 


R 2 

TT 

n 


NMRfCDCl^ — 

2 04C1H t J=6 0Hz) 4 85(lH,d,J=6.0Hz),6.7U(lH,s), 
7.74(2H,d,J-8.4Hz). 7.91(2H.d.J=8.4Hz) 


2-1-2 


Tr JVLr 


jyie 


1 97<1H t J=6 6Hz) 4.80(2H,m),7.76(2H,d,J-».4Hz;, 
7.85(2H,d,J=8.4Hz) — -— - 


2-1-3 


4-C1- U&H 4 - 


T_T 

ri 


4 82<"2H s) 6 58(1H s),7.50(2H,d,J=8.7Hz),7.72(.zH,d 
,J-8.7Hz) 


2-1-4 


4-U1- Lr6Tl4" 


hj l 


1 25C3H,t,J=7.2Hz),2.68(2H ) q,J=7.mzj,4.8U(.zH ( s;, 
7.47(2H,d,J-8.4Hz).7.63(2H.d.J=8.4Hz) 


2-1-0 


A/to 
1V16 


H 


2.30(lH ( s),2.42(3H > d,J=0.6Hz) ) 4.71(2H,s),6.04(lH J q 
,J=0.6Hz) — — - 


2-1-6 


Et 


H 


1.30(3H,t,J=7.5Hz),2.23(lH,s),2.77(2H,qd ) J=7.5,0.6 
Hz),4.72(2rl,s),b.U4(.lrl,t,tJ— u-oxia* 


2-1-7 


Br 


Me 


2.03(3H,s),2.06(lH,brt > J=7.5Hz),4.73C5ill,<l. 
J=5.7Hz) 


2-1-8 


-4-^;v 


Me 


1.98(3H,s),3.35-3.38(4H,m),3.78-3.82C41i,m), 
4.60(2H,s) 


2-1-9 




H 


2.20(lH ( brs),4.85(2H,s),6.81(lH,s),7.65(2H,d,J-6O 
Hz),8.75(2H,d,J=6.0Hz) 



[0 16 01 
UK 1 8 ] 



1) o-vm 



###0 5 

=.)V) (R'=TFMP, R 2 = H, 2-2-1-1) 

;ll 4 9 « ' V> 16 0ml »S«t2»i»U. S*^*5t- 

T^iV^TT * r?3au mm^m^m^ti,xi i. 5 g*fc. **9 4 

™CDCl3): 0.14(6H. s). 0.94(9H, s). 4.82(2 H> s). 6.68(1H, s), 7.73(2H, d, J 
=8.4 Hz) ,7. 91 (2H, d, J=8.4 Hz). 
[0 16 1] 

I !^;! 1 3 = - T t F e M r P t--'V;fv^ +) ,->.; **t M «- 5- (4 - > 7 »* 

»I*WV**5-* (2-2-1-1) 9. lO.tfbJtF""" 190m 

m«E#2 004-3122203 



#M 2003-403274 ^ v : 135/ 



l i-Ml t- iroMCn-Zf^'^^AOAH^ (1- 57M) S:-78t 




°H-NMR(CDC1 3 ): 0.16(6H. s), 0.94(9H, s), 4.81(2H, s), 7.77(2H, d. J-8.1 Hz), 8.1 
8(2H. d, J-8.1 Hz). 

.j 7 ^D^)l/7x^) -fVW-* (2-2-2-2) 

;v-5- (4-HJ7^n^f;V7x^V) -TV*.**/-* (2-2-2-1) 376 

f>Ma^y^^^a-7b^U (l : 50) c^fflL. 

'h-NMR(CDC1 3 ): 0.03C6H, s) , 0.86(9H, s), 4.13(2H, s), 4.66(2H, s), 7. 14-7.31 <5H. 
m), 7.67(2H, d, J=8.4Hz), 7.76(2H, d, J=8.4Hz). 
[0 16 2] 

(R'=TFMP> R 2 = Bn, 2-2-3-1) k o 

f. j 7;vtn>f;v7x^) >fv*-9-V-* (2-2-2-2) 3 5 mgtr>7K 

m U TOfc******* t 2 0 7 m gft*:. W 7 8 %. 

>H-NMR(CDC1 3 ): 4.10C2H.8). 4.62(2H,s), 7. 15-7. 34(5H, m) , 7. 70(2H. d. J-8. 7Hz) . 7. 77( 

2H, d, J=8.7Hz). nKl . . 

(2-2-3-2) ~ (2-2-3-4) i> RHUt-ftm Lfco 

[0 16 3] 



ffifE#2 004-3122203 



#® 2003-403274 



136/ 



[Jg 1 19] 



rsio 

2-2-3- 
1 


■Rl 

TFMP 


R 2 
Bn 


^2XfI 


NMR 

0.03(6H ) s),0.86(9H,s),4.13(2H,s) I 4.66(2H,s),7.1 

4-7.31(5H > m),7.67(2H,d ) J=8.4Hz) > 

7.76(2H,d,J=8.4Hz) 


2-2-3- 
2 


TFMP 


Br 


•J^tf-fb^ 


2.15(lH,brs),4.82(2H ) s) ( 7.49(2H ) d,J=8.7Hz),7. 
9fif2H.d.J=8.7Hz) 


2-2-3- 
3 


TFMP 


CH 
0 


u^;Hb& 


3.74(lH,t,J=7.5Hz),4.89(2H,d,J=7.5xlz),7.88^ 
H.d.J=8.lHz).7.95r2H,d,J=8.lHzV10.10(lH,s) 


2-2-3- 
4 


TFMP 


SPh 


0 ^#<(b& 


0.04(6H,s),0.85(9H ) s),4.74(2H,s),7.11- 
7.26(5H,m) ) 7.70(2H,d ) J=8.7Hz),8.22(2H,d,J=8. 

1 7Hz) 



[0 16 4] 

Hbi 9] 




(R' = 4-C1-C6H4-, R 2 = Br. 2-3-1) 

r 5 _ ( 4 -^D7x^) — fy*-9-/-^-3— f *] -^^ y " ; ti 2 "i 
3)2 5 1 g tt{MfV>2 5ml^ MTN-/n Adtt <m^ - > 2. 

lg (?^°3-?) 4 ^^ (2-3-3) tt/Nnyyft«tLt-M3 9*t«v>, P* 

[0 16 5] 
[«12 0] 



No 
2-3-1 


R 1 

4-C1- CeR,- 


R 2 
Br 


NMR 

2.18(lH,t,J=66Hz) ) 4.82(2H 1 d ) J=6.6Hz),7.49(2H,d I J- 
8.7Hz),7.98(2H,d,J=8.7Hz) 


2-3-2 


Me 


I 


2.11(lH > t,J=6.6Hz) ) 2.47(3H,s) ) 4.69(2H,d,J-66Hz) 


2-3-3 


Et 


I 


1.30(3H,t,J=7.5Hz),2.82(2H ) q,J-7.5Hz),4.70(2H,s) 



[0 16 6] 



ffigE# 2004-3122203 



SfrM. 2003-403274 



s<-y : 137/ 



lit 2 0 ] 



F 3 C 



Me. 




COOEt 



MeMgBr 




$75% 

«CD 6 CU) 1 : 2 1.7H6H.s), 2.38(3H,s). 7.75(2H,d,J-8.4Hz). 7. 8! (2H. d, J-8. 4Hz) . 

[0 16 7] 
[ft 2 1] 



Me 



F 3 C 




CHO 



Fr»MgBr 




OH 



F,C 



IIS 



f life SK1I-. „ , _ _„* , ..^.u-^— 7l/ __ Q — t4 JV/^;l/ 

i H -NMR(CDCl3): 2.49(3H,s), 7.79(2H,d,J=8. 1Hz) , 7.87(2H,d, J-8. Ufa). 10.23UH.B). 
;U] -7-n^>- 1 (R* = E t , 2 - 5 - 2 - 1) ., „v , 

SMEH^SKiSSvraW Sit ! 

ffift*W**rtiO»*fc L-C3 4 5mg#fco W4 0% 

ffiiE#2 004-3122203 



#® 2003-403274 



<*—V. 138/ 



Rjtftfc (2-5-2-2) Z&J&LtZo 
[0 16 8] 

im 1 2 1 ] 



No 


R 4 


NMR 


2-5-2-1 


Et 


1.05(3H,t,J=7.5Hz),1.92-2.O4(2H,m),2.30(3H,s),4.83 
(lH,t,J=6.6HzV7.75(2H,t,J=8.4Hz), 7.83f2H,d,J=8.4Hz) 


2-5-2-2 


4-F- C 6 H 4 - 


2.03(3H,s),6.03(lH,s),7.05-7.11(2H,m),7.42- 
7.47(2H,m) ) 7.73(2H,d,J=8.4Hz) ) 7.79(2H.d.J=8.4Hz) 



[0 16 9] 

2 - 6 - 1 ) 
[0 17 0] 
[ft 2 2] 

Me v V^OH /TV 

r r>V 




Av %m (2-1-7) 1. 6 6g^^'J>5mli:!lIU 14 0tT-2^l» 

: (2 : 1) «U iEM?:»ffe«^Ltl. 1 4 g# 

l/ H-NM^D 6 Cl 6 3)1°1.98(3H,s), 3. 35-3. 38(4H,m) , 3.78-3.82(4H,m), 4.60(2H,s). 
[0 17 1] 
[<t2 3] 



• OH (Aj*)MsCI, EtgN 




(B^)soci 2 , tfus;: 




###|J10 Aft (LG = OMs) . .,^4w 

- ;l/ _ 3 -^;V^f-;V^^;V (R 1 = T FM P > R 2 = CHO, RK R 4 = KL 3-1- 

(2-2-4-2) 1. 7 9gMft>fW3 0mlCHUmm 
^*^D7^K0. 61ml, b'jiWr/1. 38ml^ 1 «fWK# 

«fifcLT2. 2 1gftfc. iAl 2 9 - 1 3 0tW96% 
EflftK (3-1-1-2) £^J&L;fco 
[0 17 2] 



mSE#2 004-3122203 



fjfUI 2003-403274 



139/ 



[112 2] 



No 


R 1 


R 2 


NMR 


3-1-1-1 


TFMP 


CHO 


3.21(3H > s),5.58(2H,s), 7.88(2H > d,J=8.4Hz),8.01(2H,d, 
J=8.4Hz),10.14(lH.s) . 


3-1-1-2 


jv * 

> - 4 - 


Me 


2.01(3H ) s) ) 3.05(3H > s),3.38-3.41(2H,m;,a./y- 
3.82(2H,m), 5.16(2H,s) 



[0 17 31 

##0IJ 11 Bft (LG = C1) 

H4, R 2 = H, R 3 =H. R 4 = H, 3 
[5- (4-?nn-7i^) - 
-3) 1. 7 3 g. ^do*M3 0 
t£<; v>6 3 0mgt^on*^2 

^ ^ v ^ A -efg-jsi^ SETSI 

#U H^J^^ : ^3r^> (1 • 1 

/Co JRJ£9 2% 

(3-1-2-2) ~ (3- 

[0 17 4] 



7i -;V) _^ V ^^V-^ (R 1 = 4-C1-C 6 

-1-2-1) . , 

^ v ^^-y_;V-3-^^] -*9J-fr (2-1 
ml«:»t^^2. 1 gSriD*.. 
m 1 «i#t*3^?1To ^-C5Nf^»L^o 

) -CitffiU ^fB-fk^^lSa^^U-Cl. 72g# 
1-2-15) tfMfc^&^J&L^o 



ffifBj#2 004-3122203 



mm 2003-403274 



^-y: 140/ 



[tl23] 



No 

3-1-2-1 


R 1 

4-C1- CJHU- 


R 2 
H 


R 3 ,R 4 

T T TT 

H,H 


NMR 

A A4/9T? e\ ft fWlH s> 7 46(2H,d, J=8.4 
HzV7.73(2H,d-J=84Hz) 


3-1-2-2 


TFMP 


H 


H,H 


4.66(2H,s),6.45(lH ( s) > 7.75(2H ) cl 1 J=a.u 


3-1-2-3 


TFMP 


Me 


H.H 


2.33(3H,s) ) 4.65(2H,s) ) 7.76(2H,d,J=».7 
Hz),7.85(2Hd.J=8.7Hz) 


3-1-2-4 


TFMP 


CHO 


H,H 


4.89(2H,s) ( 7.87(2H,d,J=8.7Hz),8.U3^ 

XT J T O TTJTrA lfl 1 K'X TT R> 


3-1-2-5 


TFMP 


Me 


H,Et 


l.l5(3H,t ) J=7.5Hz),2.30(2H,qd,d v.o, 
7.5Hz),4.93(lH ) t,J=6.6Hz),7.76(2H,t, 

J=8.4riz), 1 .ooyZrl t vl,o— o.^xiAy 


3-1-2-6 


TFMP 


Me 


H.4-F- 
CeH4- 


2.l4(3H,s),6.62(lH,s),7.07- 
7.13(2H,m),7.50-7.55(2H ) m), 

rr rrr/oU ^ T— ft 7 81C2H d.J = 8.4H 

_z) 


3-1-2-7 


TFMP 


SPh 


H,H 


J FT C /OTT „\ f7 1 O 

4.55(2H,s),7.1o- 

7.27(5H,m),7.73(2H,d,J=8.7Hz),8.25( 

nTT J T O rrTT \ 

2H,d,J=8 -7H.Z) — — 


3-1-2-8 


TFMP 


Bn 


H,H 


4.15(2H ( s),4.41(2H,s),7.15- 
7.35(5H,m),7.71(2H,d ( J=8.7Hz),7.78( 

oTT J T O r7TT„\ 

2H,d,J=8.7rlz) _ — 


3-1-2-9 


4-01-0^4- 


H 


H,H 


4.64(2H,s),6.63(lH,s),7.46(2H ) d ) J=8.4 

XT \ r7 1-yQ/QTT J T— Q /1T-T'7' > 1 


3-1-2-10 


4-01-0^4- 


Br 


H,H 


4.46(2H ( s) > 7.50(2H,d,J=8.7Hz) ) 7.99(2 
H d J=8 7Hz) 


3-1-2-11 


4-Cl-CsH4- 


Et 


H,H 


1.28(3H,t,J=75Hz),2.72(2H,CbJ=7.5H 
j\ 4 G4f2H 7 47(2H,d, J=8.4Hz),7.65 
f2H.d.J=8.4Hz> 


3-1-2-12 


Br 


Me 


H,H 


2.06(3H,s),4.56(2H,s) 


3-1-2-13 


tf »; v > - 

4->f )V 


H 


H,H 


4.66(2H ) s) > 6.85(lH,s) ) 7.67(2H ( d,J=6.0 
Hz),8.77(2H,d,J=6.0Hz) ^ 


3-1-2-14 


Me 


I 


H,H 


2.49(3H,s),4.53(2H,s) 


3-1-2-15 


Et 


I 


H,H 


1.31(3H,t,J=7.5Hz),2.83(2H,(LJ=7.5H 
z)4.53(2H,s) 



[0 17 5] 

^nn.f,-5- (4-h I ;7^n, W x^) _^y W -;v-4- 
-^*y-;V (3-2-1) 
[0 17 6] 
Hb 2 4 ] 




F 3 C 




m«E#2 0 0 4-3 1 2 2 2 0 3 



#M 2003-403274 



^-v : hi/ 



(i : 3) «u mmt^m^m^t u2 1 omg^. ^ 8 7 /o 

[0 17 7] 



Hfc2 5] 



[Hlfcfll 1 1 
[0 17 8] 

V** !-*->] -7x^->l (R' = TFMP, R -R -R 

tt , i > _ (f^f-Jij )\,i£=- ;v) v If* 'Jy>2 5 2mg SriTOx.. ov>T mta C ^ U j*S 

«* J jM*^ ^ iM ^ |M e a LT 2 7 0 m g («* 6 4 %) 
^t»m^A,-^**VO»^»*-CS**-r* klfcjfit 1 0 7 - 1 0 9 

[' 



[0 17 9] 

( a - 2 tfe) 
[ft 2 6 ] 




^COOR 17 



R 1 O 
LG = CI or OMs 



.O^COOR 17 
R^R 10 



' 3 o4 tt o _ o _iwr P R 9 = R 10 = H. R 17 = Et> a-2-1) 

l! 2 -l 2 7 7mg, (4->;^^-2-^;V-7xy^) "^fft^ 

m«E#2 004-3122203 



#£ 2003-403274 



^-v : 142/ 



5 8mW- i^.6 3-6 4t J&^7 5% 

[gSJ&fil 3 ] 

10 18 0] 
( a - 3 tfe) 
[ft 2 7 1 

Me Me 
i^JD^COOEt JYO^COOEt 

— 

Hal = Br, I 

?£«*Z (Hai=Br, R 1 = T FMP > R^4-h'J7^n.f M^K 

f Hmtn^fM>y;V7-n 5 K2 9 7mgM0iU 3 OMSftU*. ,«» 
a* [4- [4-^-5- ( 4 -hV7;Vtn>Wx^) ^y*t'/-*- 

3 ^ f^;v7T^H -2-^^xy^>] ™^t ;V ^^Ti a "^n 




x.4 5 

«Y^^y7A-egm Witt rr«-5»^«^^'-o y^«-«- - - - ,. u 



[0 18 1] 

( a - 4 ft) 
[ft 2 8] 



Me 



Me 



f^xXf^ (R 1 = T FMP, R 2 = CH 2 NHnBu. R 1 7 = t Bu , « - 4 - 1) 
M (-2-l 6) 2 3 8mg. n -***T 3 IV 4 3 m g * * 6 a il k- 

tfc. ^no^Am mittttttt*. ***f^£££ 

£ (7: 6) t*U «Sft«t*ftO«l«*kU2 2 5mg»*=. JR 

$8 5% 

[0 18 2] 

mSE# 2004-3122203 



#H 2003-403274 



s<-z?: 143/ 



^j^^-r-'V' (a- 4 -2) £#^0 
-[HWJ5] 
[0 18 3] 
( a - 5 ft) 
Hk2 9] 




Me 

XxX^COOEt 
NaH, Mel 



NaOH 




^COOH 



;J: 3 -^V^^V] -2-^f^7x^Vl -ft«(--5-l) 

-11) 2 10mg^h7tFn77>3ml»7Kfftth^M9mg^ 
i5*ifti*kUT 1 7 5mg#*o «*8 6%o d <f V *n * ^ 

[Hi&flJ 6 ] 

[0 18 4] 

( a - 6 ft) 
Mb 3 0] 




Me 




OBn 




AcOH-c.HCI 



OH 



1)BrCH2COOMe 
K2CQ3. Kl r 

2) LiOH 




v>rj->»:cf-/i/j.;*?-/i' (a-6-1-1) 

ttiSE#2 0 0 4-3 1 2 2 2 0 3 



#H 2003-403274 : 144/ 

3 7 5me»7h7tKn77«6ml * 1 5^tiTLfco i^L3-^n 
n**™-3-***-5- (4->U7JVtn^Wx^) -^y*^/-* (3 
- 1 - 2 - 2) 2 7 6 mg. i^W^A 1 8 7mgtJ)Di, 1 7WMlIt^ 

wimhCftU (1 : 2) «U *efl:***ML 

«iU5 3 Omgfcfco JR¥9 6% 
[0 18 5] 

i_ ( 4 -EKn^y-3->f)l'-7x^) -3- [4-^^-5- (4->' 7 
^n^f7x^) ->fvW-;v-3->f;V] -^n;r/-i-*> («-6- 

2 hiUyi^f;V (a-6-l-D 5 3 0mgl*4mM». 2m 

i5*5ft**fcU-C2 1 Omgfcfco W5 8%. 

, d, J=8. 4Hz) , 7. 74-7. 85 (6H, m) . 
[0 18 6] 

\\^%V-T-\z- [4-^;v-5- (4-hU7;vtn. W x,;v) ^ 
6 ±.m-ckhfLtzy^y-Mt^m U-6-2-1) nomg^^f^n 

K3m 1 «»7n€»fi^^t;V5 5mg, 'J 7A 5 Omg, 

*tt*fc LT1 4 Omg^o W9S%. £WI»^-fV^^x-r*«) 

h5^x;v (a-6-3-1) 130mg^h7U'D77>4. 5 m Ik** J 

WLT«BflS«* 110B,#fc.W87 %. -f V 

[0 18 8] 



mSE# 2004-3122203 



#M 2003-403274 



145/ 



Ut3 1] 




mnw 7 1 

[0 18 9] 

(a- 7^) 

-J-3-iwfW*7r^] 7x^] 7^^V;v (R = CFs. X> = S, 
X 3""nn^i-i-iU-5- (4-hV7^n.f.7x^ 4 V*** 

-;t (3- 1 - 2-3) 2 2 5mg. I* ~* + ' 2 -***ZZ%l*lZ*l 

Y y * 1 4 0 m g . «** 9 A 5 8 5 tn g , T* h = 6 m 1 * 

; ?>^t (9 5 15) -c»»u «Bfl:#«m*Ikt-c3 0 0mg 

^Sl 9 3) 2 : 0/ 2: 2 9(3H ( s), 2.3K3H, s), 3.63(2H s), 4.14(2H. s), 7. 26-7. 28(3H, 
m), 7.74(2H, d, J=8.4Hz), 7.82(2H, d. J=8.4 Hz) 

mm^rn^ [2-^-4- [4-^*-5- u-h IV\^T-X-1 

-fl/l A v*-9-y-;V-3-'f h*~>] 7x-^] T-bh-hV^ (a -7 1 J 
7x^ = 0) *#fco**8 8%. Rf = 0. 2 5 (***tt*y*r*:/V-K ■» 

: ^^-9->= i : 3-cii^) o 

[0 19 1] 

S^u^-2- [2-^^-4- [4-^-5- (i-^J**?^ 
« - 7 - 2 - 1) 

ffi|iE# 2004-3122203 



#M 2003-403274 



^-v : 146/ 



OOme nFO^-^T5^M2 5 9mg, 28%th'J^^^ «• 7 
6 m? * ^ - 1 1 0 m 1 2 OftMttL*:. «ET*****bfc«, « 

v> (a -7 -2 -2. X^O) fcfcfco W5 7% 
[0 19 2] 

3 -4******7 T^*] -4H- [1. 2, 4] **^7 

V N-^K^:>- U 2: 7 [2i^l-4- C4-^*-5- ( 4 -|V7 : tn,f 
(a _ 7 _ 2 -l) 2 9 9 mg. 1, 1' -»^M^V*123Bg, 1. 
8 rs > T" f oT^^-fe-7-^>4 1 9mg, ^f?tKti75V10nilOSJ«* 

ii;***;i>*n^hfcttU :Bfe*^** (9 5 : 5) ^&m^tz 0 &bti^®- 

» t7 *h>tO ****** UT 1 3 3 m g#fco 4 2 /o 0 

lumen 8 1 

[0 19 3] 

o!."j2?W;v-4- [4-^f-*-5- (4-h'J7;vtn^ Wx^v) -4V 

UJ-*-3-ft^>*^ -<*w»\ -4H- [i, 2, 4] twrr,- 

J1/7x ^V) ^y^V-;V-3->f **^*-*3 7*-*] 7th7v// («-7 
_9^7 10 0ml ^^nmf-F55mg, ****** 1 5 5mg, v 

[#5^9] 
[0 19 4] 

Mb 3 2] 




^ R * LiOH*fc(*NaOH Rl>X^ 

" JPn 



| 2 -^f-;v-4- [5- (4-h'J7;vtn>f;V7x-;v) ->f y *-9-V-*- 3 - 

ffi|E#2 004-3122203 



mm 2003-403274 



147/ 



R 2 = R 3 = R 4 = R ! 



3 

2 2 6 
[ST1 



-fWW*7r-*] -y*J**s\ -WW (R X = TFMP, 

= R 10 = H. R=2-Me, X 1 = S > 0-1-2) v,,**,, 

j 2 _^^ ;v _4_ [ 5 _ (4-h-j7^D^f^7x-;V) -f^^^" 
-^V>W^77-/V] -7^ydr->| -SSif^x^f^ («-2- 1) 
me*fh5t:KD77V5mn:i»U 1 M^HMkU A 1 m 1 I 
7»n«*L3No *©***TRJ6*fc 1 MStlm 1 MQ*.<MD Lfc*, 

#?#r?o ^^*^^y-^-7XJ:^^ H B H UIIB^tl^ 2 0 6 mg#7Co Jfc*9 7% 
[0 19 5] 

[0 19 6] 
[ft 1 2 4 ] 



r3 r4 ^o^coor" 



No 




R1 


R2 


X1 


R3,R4 


R17 


" mp 


NMRCCDCI3 or DMSO-d6) 


ar-1-1 


tf-1 




H 


O 


HJH 


Me 


107-109 


2.29(3H t s),3.80(3H r s),4.61(2H,s) f 5J 5(2H,s>,6.6 
6(1 H,d,J=9.0Hz).6.74(1 H,s),6.75(1 H,dd,J=9.0,3 
.0H2),6.85(1H,d F J=3.0H2),7.74(2H r d T J=8.1Hz).7 
,91(2H.d,J=8.1Hz) 


Of -1-2 


Qf-1 




Me 


O 


H,H 


Me 


oil 


2.29(3H.s) f 2.32(3H r s),3.80(3H,s) r 4.61(2H r s)5.1 
3(2H,s),6.67(1 H,d, J=9.0Hz),6.79(1 H,dd. J=9.0,2 
.7Hz),6.86(1 H.d,J=2.7Hz) I 7.75(2H f d l J=8.1 Hz) t 7 
.84(2H,J=8.lHz) 


a -1-3 


or-1 




Me 


O 


Me,Me 


Me 


oil 


1.76(6H f s).2.2(K3H t s) r 2.37(3H,s) ( 3.78(3H,s) t 4^ 
6(2H,s),6.49-6.50(2H,m), 
6.67(1H.m).7.75(2HdJ=8.1Hz) F 7.84(2H,d,J=8.1 
Hz) 



[0 19 7] 



tfJfjEijf 2004-3122203 



2003-403274 



: 148/ 



IS12 5] 



^COOR 17 



No 



a -2-1 



a -2 



R1 



R2 



X1 



or-2-2 



-2 I F3C* 



a -2-3 af -2 



a -2-4 



a -2-5 



a -2-6 



a -2-7 



a -2-8 



a -2-! 



a -2 



a-2 | 



Me 



Me 



R3.R4 



R17 mp 



H.H 



KH 



oil 



Et 



, 28(3H,t,J=7.2Hz),2.24(3H,s),4.05(2Ks),4.25( 
2*H q J=7.2Hz).4.61 (2Hs),6.53(1 H.s),6.61 (1 H,d, 
J=8.1 Hz) J.I 7(1 H,dd, J=8.1 ,2.1 Hz),7.23(1 H,m), 7 j 
72(2H,d J=8.1 Hz).7-86(2H,d, J=8.1 Hz) 



63-64 



Et 



T29(3H,t,J=7.2Hz),2^3(3H,s) l 2.24(3H.s),4.03( 
2H,s) t 4.25(2H,q f J=7.2Hz).4.61(2H l s)6.61(1Hd f 
J=8.4Hz),7.1 8(1 H,dd f J=8 .4,2.1 Hz),7.23(1 H,J=2. 
1 Hz) ,7.74(2Hd, J=8.1 Hz).7.82(2H,d, J=8.1 Hz) 



NMR(CDC13 or DMSO-d6) 



Xu rex 



a-2 I 



F 3 C 



a-2 



F 3 C 



XX 



Me 



|oi] 1.28(3H,t,J=7.2Hz),2.24(3H,s),4.05(2H,s),4.25( 
2H a J=7.2Hz).4.62(2H,s)6.61(1H,d,J=8.4Hz),6. 
H,H |Et | 62(1H.s)7.16(1H f dd,J=8-4,2.1Hz)J.23(1H,J=2.1 
Hz),7.60(2H ,d,J=6.3Hz),8.73(2H,d,J=6.3Hz) 

158^59 1 .30(3H,t, J=7.2Hz),1 .91 (3H,s)2.25(3H,s),3.34(4 
H,t,J=4.8Hz),3.79(4H i t,J=4.8Hz),3.87(2H,s),4.2 
H.H |Et | 6(2H r q,J=7.2Hz),4.61(2H f s),6.62(1H,d,vl=8.4Hz) 

,7.71-7.22 (2H,m) _ 

triFm 1.99(3H,s)2.27(3H,s).3.37(4H,t f J=4.8Hz),3.78- 
3.81(4H.m),4.60(2H.s),4.93(2H.s) f 6.65(1H,d.J=8 
KH |Me | .7Hz) l 6.76(1H.dd,J=8.7,3.0Hz),6.83(1H,dJ=3.0H 



Toil 



H.H Et 



, .28(3H,t,J=7.2Hz),2.1 9(3H,s),2.24(3H.s),4.Q1 ( 
2H.s),4.25(2Hq, J=7.2Hz),4.61 (2H,s)6.61 (1 H.d, 
J=8.7Hz),7.1 8(1 H.dd,J=8.4,2.4Hz),7.22(1 H,J=2- 
4Hz),7.46(2H,d,J=8.4Hz) f 7.63(2H.d,J=8.4Hz) 



oil 



H.H Et 



1.29(3H,t,J=7.2Hz) I 2-22(3H,s;,3.93(3H,s) I 4.25( 
2H,q, J=7.2Hz),4.61 (2H,s)6.58(1 H,d, J=9.0Hz) ,7 
12-7.14(2H,m),7.26-7.32(5H.m),7.42- 
7.45(4H,m) 



oil 



H.H Et 



oil 



H,Et Et 



oil 



S 4-F-C6H4 Et 



1 29(3H,tJ=7.2Hz),2.21(3H,s),3.93(3H,s),4.25( 
2H,q, J=7.2Hz),4.61 (2H,s)6.57(1 H.d, J=8.1 Hz),7. | 
07-7.1 2(2H,m),7-29- 
7.46(6H.m),7.70(2H,d, J=8.1 Hz) 



1 .07(3H,t, J=7.5Hz).1 .28(3H,t,J=7.ZHz),1 .98- 
2 1 7(2H,m), 2.21(3H,s).2.26(3H,s).4.G3(1H,dd. 
J=8.4J.5Hz),4^4(2H.q,J=7.2Hz),4-e0(2ris),6.5 

7(1 H.d, J=8.1 Hz).7.09- 

7.14(2H,m).7.74(2H,dJ=8.4Hz),7.81(2H,d,J=8.4| 
Hz) 



. 28(3H.tJ=7.2Hz).2.09(3H,s),2.20(3H,s).4.22( 
2H q,J=7.2Hz)A60(2H l s),5.28(1H.s).6.55(1H ( d, 
J=8.4Hz). 6.95-7.O3(2H,m),7.06- 

Hz) 



[0 19 8] 



ffifE#2 004-3122203 



[£1261 



&0 2003-403274 



149/ 



No 1 




R1 


R2 


XI 


R3.R4 


R17 i 


up 


NMR(CDCI3 or DMSO-d6) 


Of -2-11 


a -2 






s 


H,H 


Et 


oil 


1 .28(3H,t,J=7.2Hz),2.23(3H,s),4.1 1 (2H,s),4-24( 
2riq.J=7.2Hz),4.61(2H,s),4.66(2H f s),6.60(1H,d, 
J=8 4Hz),7.1 5(1 H,dd,J=B.4,2.4Hz),7.22(1 H,d f J= 
2.4Hz) t 7.77(2H,d f J=8.1H2)J96(2H,d,J=8.1Hz) 


a -2-1 2 


a -2 






s 


HH 


Et 


oi! 


1 29(3H.tJ=6.9Hz),2.23(3H,s),3.82(2H,s),4.10( 
2ks),4.25(2H,q,J=6.9Hz),4.61 (2H,s),6.6Q(1 H.d, 

J=8.4Hz),7.11- 

7 73(7H.m).7.68(2H f d, J=8.1 Hz).7.76(2H,d, J=8.1 
Hz) 


a -2-1 3 


ar-2 






s 


H,H 


Et 


oil 


1 29(3H,t,J=7.2Hz)Z23(3H,s).3.96(2H,s),4.25C 
2H,q,J=7.2Hz),4.60(2H,s),6.59(1 H.d.J=8.1 Hz),7. 
07- 

7J28(7H T m),7. /UvZrl,d,u— 3.nz</ f o\z*v.£ri,a i u— 
Hz) 


a -2-14 


or -2 


Me 


1 


s 


H.H 


Et 


53-54 


1.29(3H,t t J=7^Hz) t 2.24(3H l s),2.44(3H > s) f 3.92( 
2H,s) f 4.26(2H,q, J=7.2Hz) t 4.61 (2H,s),6.61 (1 H,d, 
J=8.4Hz).7.1 7(1 H.dd, J=8.4,2.4Hz),7.1 9(1 H,d, J= 


a -2-1 5 


a -2 


J* 




s 


H.H 


Et 


oil 


1 .29(3H,t J=7.2Hz),2.25(3H,s),2.92- 
2.99(4H,m),3.79(2H,s),4.26(2H.q r J=7.2Hz)A61( 
2H,s\6.61(1H.d,J=8.4Hz),7.09- 
7.26(7H,m),7.70(4H,s) 


or -2-1 f 


» Of-3 




OHO- 


s 


H.H 


tBu 


oil 


1 .47(9H,s), 2.24(3H,s),4.28(2H f s),4.51 (2H.s>,6.6 
0(1H,d,J=8.4Hz),7.18- 

7.24(2H,mU84(2H,d,J=8.7Hz),8.03(2H,d,J=8.7 
Hz),10.10(1H,d,J=0.6Hz) 



10 19 91 



miE#2 004-3122203 
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150/ 



[il2 7] 



No 



R1 



R2 



a -2-1 7 



a -2 



Me 



a -2-18 a ~ 2 



a-2-19l a-2 



X1 



R3.R4 



or. 



H.H 



Me 



H.H 



Imp 



NMR(CDCI3 or DMSO-d6) 



rs R 10 



Me 

h O COOEt 



1 .23(3H,t J=7.2Hz), 1 .66C3H,d, J=e. 
9Hz).2.22(3H.sX4.02(2H f s),4.20(2 

H,q t J=7.7Hz).4.71 (1 H.q,J=6.9HzX6 
79(2H,d.J=9.0Hz),7.33(2H.d.J=9.0 
Hz).7.74(2H.d.J=8.1Hz)J.82(2H,d, 

J=8.1Hz) 



'COOEI 



1 .06(3H,t J=7.2Hz),1 .23(3H.t.J= /• 
i2Hz) 1 93"* 

2.02(2H.m).2.22(3H.s).4.03(2H,s).4 
I 1 6"* 

4.23(2H,mX4.51(1 H.t J=6.3Hz),6.8 
b(2H.d,J=9.0Hz)J.32(2H.d.J=9.0H 
zX8.13(2H.d.J=8.4HzX7.82(2H,d,J 

=8.4Hz) 



Me 



H.H 



F 3 C 



a -2-20 1 Of -2 



Mel S I H.nPr 



-2-21 at -2 



-2-221 a-2 



Br 



H.H 



Br 



nPr 



•COOEt 



13i b.97(3H.t. J=7.2Hz),1 .23(3H,t J= / 

2Hz).1 .48-1 .57(2H.m).1 .86- 
1 .96(2H.m).2.22(3H,s).4.02(2H.s).4 

.19(2H.q.J=7.2Hz).4.54- 
4.58(1H.m).6.79(2H,d.J=9.0Hz).7.3 
2(2H.d,J=9.0Hz).7.74(2H,d.J=8.1 H 
|z).7.81(2H,d.J=8.1Hz) 



Toil 



.O^COOEt 



0.90(3atJ=7^Hz).1^7C3H.t,J=/. 
1 2Hz) 1 55— 

1.62(2H.m).2.22(3H,s).2.59(2H.t.J 
=7.5Hz).4.02(2H.s),4.24(2H.q.J=7. 
2Hz).4.61 (2H.s).6.62(1 H.d,J=8.1 H 

7?2 7 2(2H.m).7.74(2H.d.J=8.3Hz).7.8 
1(2H,d.J=8.3Hz) 



^O^COOEt 



55-57 1 29(3H,t,J=7.2HzX2.24(3H.s).4.0 
2(2H.s).4.25(2H.aJ=7.2Hz).4.61 (2 
H.s),6.61(1H.d.J=8.4Hz).7.1 9- 
7.26(2H.m).7.48(2H.d.J=9.0Hz).7.9 

8(2H,d,J=9-0Hz) 



H.H 



-COOEt 



1 .30(3H,t, J=7.2Hz).2.25(3H.s),4.0 
4(2H.s).4.25(2H.q,J=7.2Hz).4.61(2 

H.s).6.62(1 H,d,J=8.4Hz).7.1 9- 
7.23(2H.m),7.77(2H.d.J=9.0Hz).8.1 

6(2H.d.J=9.0Hz) 



[0 2 0 0] 
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^-v : 151/ 



[£1281 



ococ 



,COOR' 7 



« 2 v 



No 




R1 


R2 


X1 


R3.R4 


R17 


mp 


NMR(CDCI3 or DMSOd6) 


Of -3-1 


a -3 


Me 




s 


H.H 


Et 




1.3Q(3H.t,J=7.2Hz).2.21(3H,s).2.40(3H 
s),3.98(2as).4.26(2H.q,J=7^Hz),4.61(2 

7.12(2H.m).7.41(2H.d,J=B.1Hz).7.68(2H 
.d,J=8.1Hz) 


a -3-2 


a -3 


Me 




0 


H.H 


Me 


t 05-107 


2.25(3H,s).2.48(3H.s).3.78(3H,s),4.59(2 
H.s).5.0t(2H,s),6.61- 
6.72(3H.m).7.50(2H.d.J=8.4Hz).7.68(2H 
,d,J=8.4Hz) 


Of -3-3 


Of -3 


IT 




s 


H.H 


Et 


oil 


1 .28(3H.t,J=7.2Hz),2.21 (3H,s),3.94(2K 
s).4.25(2H,aJ=7.2Hz),4.61(2H.s).6.57(1 
H,d l J=8.4Hz).6.90(1H.d,J=9.0Hz).7.07- 
7.12(2H.n0.7.43(3H.m).7.56(2H.s).7.72< 
2H.d,J=8.4Hz) 


a -3-4 


Of -3 






s 


H.H 


Et 


oil 


1 .29(3H.t.J-7.2Hz),2.21 (3H,s).3.95(2H, 
s),4.25(2H.q,J=7.2Hz),4.61(2H.s).6.58(1 
H,d.J=9.0Hz).7.09(2H,m).7.51~ 

7 74fBH m> 


Of— 3-5 


or —a 






s 


H.H 


Et 


oil 


1.29(3H,tJ=7.2HzX2.23(3H,s).3,83(2H. 
s).4.12(2H.s)A25(2H.q).4.61(2H.s),6.59 
(1 H,d. J— 8.4nz^ f /.U9- 7.1 4U»n,nv, /. / » 
7.72(4H,m) 


Of— a— O 


Or «J 






s 


H.H 


Et 


oil 


1 .28(3H.t J=7,2Hz),2.1 9(3H,s).4.1 3(2H, 

s).4.24(2H.q.J=7.2Hz).4.56(2Ks).6.58<1 

H.d.J=8.4Hz).7.23(3H.m).7.41- 

7.42(2H,m),7.52- 

7.55(2H.m).7.77(2H,d.J=9.0Hz). 

8.30(2H.dJ=9.0Hz) 


Of -3-7 


Of -3 




V / \ 


s 


n.n 


Et 




Rf=0.34 (EtOAc:Hexane=1:3 


a -3-8 


Of -3 




f * c -0~\ 


s 


H.H 


Et 


on 


1.29(3H. t, J=7.2 Hz). 2.22(3H. s). 
3.83<2H, s). 4.15(2R s), 4.25C2R q. 
J=7.2 Hz). 4.6K2H. s). 6.59(1 H. d 
J=7.8Hz), 7.09-7.1 2(2H. m). 7.23(2H. 
d, J=8.1Hz). 7.55C2K d. J=8.1Hz), 
7.7K4H. s) 


a -3-9 


a -3 




F 3 CO 


s 


H.H 


Et 


oil 


1.29(3H.t,J=6.9Hz),2.23(3H,s),3.84(2H. 
s).4.l5(2H.s).4.25(2Kq,J=7.2Hz),4.61(2 
H.s).6.60(1 H.d J=8.1 Hz).6.99- 
7.14(5H.m).7^9-7.35(1Hm).7.70- 
7.71 (4H.m) 


Of -3-1 C 


Of -3 






s 


H.H 


Et 


oil 


1.29(3H.tJ=7.2Hz) ? 2.23(3Hs),3.83(2H. 
s),4.14(2Hs),4.25(2H,q,J=7.2Hz),4.61(2 
H.s).6.60(1 Kd.J=8.4Hz),7.09- 
7.13(2H.m).7.29-7.53(4H.m).7.71(4H.s) 



[0 2 0 1 ] 
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: 152/ 



im 1 2 9 ] 



F 3 C 




No ^ 




R2 


X1 


rf» R 10 


mp 


NMR(CDC!3 or DMSO-d6) 


Of -4-1 


a -4 


nBuNrlon^— 1 




OCH2COOtBu 


0.93(3h,U-7.5Hz).1.33- 
1.60(13H.m).2.24(3H,s). 2.69 
(2H,t,J=6.9Hz), 

3.73(2H,s).4.1 2(2H.s).4.50(2H.s). 6.59 
(1 H,d, J=8.4Hz).7.1 5(1 H.dd,J=8.4,2.1 Hz), 
7.21(1 H. d, J=2.1Hz).7.74(2H.d,J=8.1Hz). 
8.04(2H,d, J=8.1Hz) j 


Of -4-2 


or -4 




s 


OCH2COOEt 


1 .29(3H.t. J=7.2Hz).2.25(3H.s).2.44t4H.m;,3. 

54(2H,s).3.68(4H.m). 

4.1 9(2H.q,J=7.2Hz).4.1 9(2H,s).4.25(2H, q, 
J=7 2 Hz),4.61(2H.s),6.61 (1H.d,J=8.4Hz), 
7.1 8(1 H. dd, J=8.4.2.1Hz).7.22(1H,ni). 
|7.75(2H.d. J=8.4Hz). 7.96(2H.d.J=8.4Hz) 


a -5-1 


a -5 


-CH20Mo 


s 


OCH2COOH 


2.24(3H.s). 3.43(3H,s).4.1 2(2H,s). 
4.46(2H,s),4.66 (2H.s). 6.65(1 H.d, 
105-107 j=8.5Hz).7.1 8-7.24(2H4Ti).7.76(2H. 
d.J=8.7Hz).7.88(2H.d.J=8.7Hz) 


a -6-3-1 


a -6 


Me 


CH2CO 


OCH2COOMe 


133-1341 


2.26(3H,s).2.33^3H,s;,3.0BUrl.t,J=/.3nz;,o. 
50(2H.t.J=7.5Hz).6.72(1H,d.J=9.0Hz)).7.72- 

7.87(6H,m). 


-6-4-1 


Of -6 


Me 


CH2CO 


OCH2COOH 


191-194 


2.27(3H.s),2.34(3H.s).3.08(2H.t,J=7.2Hz).3, 
50(2H,t.J=7.2Hz).4.72(2Ks).6.77(1H.d.J=9. 
0Hz),7.73-7.8B(6H.m). 

MS m/e 452 (MH+) 


a -7-2-1 
a-7-2-2 


Of -7 
ff-7 


Me 
Me 


S 
O 


CH2C(=NH)NHOH 
CH2CC=NH;NnUn 


152-154 


2.32(6H.s).3.42(2H.s),5.1 7(2H.s),6.8- ~ 
6 90(2H.m).7.14(1 H.d, J=7.8Hz).7.75(2H.d,J 
=8.1 Hz).7.84(2H.d.J=8.1 Hz) 
MS m/o 420 (MH+) 


a -7-3-1 


a-7 


Me 


s 




203- 
204.5 


2.29(3H.s),2.3l (3H.s). ] 
3 83(2H,s),4.06(2H.s).7.1 1-7.22(3H,m). 
[7.76(2H.d.J=8.6Hz).7.82 (2H, d.J=8.6 Hz) 


a -7-3-2 


Of-7 


Me 


I ° 




190-192 


^33(6H.s).3.80(2H,s),5.18(2H,s),6.86(2H,m) 
7.1 5(1 H.d.J=8.1 Hz),7.77(2H.d.J=8.7Hz).7.8 
7f2H.d.J=8.7Hz) 


a -7-3-2 


Of -7 


Me 


s 




' 156.5- 
158.5 


2.18(3H.s),2^8(3H,s).4.01(2H.s).4.97(2H.s). 
6.75(1 H.d,J=8.4Hz),7.1 9- 
7.2l(2H.m),7.74(2H.d,J=8.4Hz).7.80(2H,d,J 
|=8.4Hz),9.93(1H,br) 


a-7-3-^ 


t Of-7 


Me 


I ° 




163-165 


|2.24(3H,s).2.32(3H.s).4.96(2H.s).5.14(2H.s), 
|6.80- 

6.88(3H.m).7.75(2Hd.J=8.6Hz).7.84(2H.d.J 
|=8.6Hz) 


a-7-4- 


1 a-7 


Me 


o 




166.5- 
168.5 


2.32(3H.s). 2.34(3H.s), 
3.68(2H,s).4.1 8(2H.s),5.1 9(2H.s).6.87- 
6.90(2H, m),7.12(1H.d. J=8.1Hz), 7.24 
(1H.br).7.75(2Kd.J=8.4Hz). 7.85(2H. d. 
|J=8.4Hz) 



[0 2 0 2] 
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^-y. 153/ 



[$13 0] 



3 R 4 (^^°^ 



0>^COOH 



>0- 



No -£fifci£ 



R1 



R2 XI R3.R4 mp 



NMRCCDCI3 or DMSO-d6) 



F3Q* 



H O 



H.H 



51-153 



2.28(3H,s),4.57(2H.s),5.15(2H,s),6.70(1H| 
,d, J=B.7Hz),6.75(1 H,dd,J=8.7,2.7Hz),6.7 
6(1 H,s),6.85( 1 H,d, J=2.7Hz).7.74(2H,d, J= 
8.1 Hz),7.91 (2H f d, J=8.1 Hz) 



0-1-2 I 0-1 



J? 



H S 



H.H 



105-106 



J.23(3H.s),4.06(2H,s),4.66(2H,s),6.57(lH| 
,s),6.64(1 H,d,J=8.4Hz).7.1 8(1 H,dd, J=8.4, | 
MHz),7.23- 

.24(1 H.m).7.71 (2H,dJ=8.1 Hz).7.85(2H.d | 
,J=8.1Hz) 



2.24(3H,s),2.25(3H f s).4.04(2H,s),4.67(2H 
,s).6.65(1 H,d. J=8.1 Hz).7.1 8- 
7.23(2H,m),7.74(2H,d,J=8.1Hz),7.82(2H, 

d,J=8.1Hz) 



0-1-3 0-1 



Me S 



H.H 



129-131 



0-1-4 ] 0-1 



Me O 



H.H 



36-138 



2.28(3H,s) f 2.31(3H,s)4.62(2H,s),5.13(2H.| 
) f 6.7 1(1 H,d, J=9.0),6.80( 1 H.dd, J=9.0,2.7 
Hz),6.87(TH,d,J=2.7Hz),7.75(2H,d,J=8.1 
Hz),7.84(2H,d,J=8.1Hz) 



0-1-5 0-1 



H S 



H.H 



198-200 



2.14(3H,s),4.20(2H,s) f 4.68(2H,s),6.78(1H| 
,d, J=8.4Hz),7.1 8(1 H,dd,J=8.4,2.1Hz),7.2 
4(1H,d,J=2.1Hz)J.81(2H,d,J=6.0Hz).8.7 
4(2H,d t J=6.0Hz) 



0-1-6 0-1 



Of 



Me ! S 



H.H 



134-136 



1 .88(3H,s)2.1 5(3H,s),3.24- 
3.27(4H,m),3.67(4H,t,J=4.8Hz).3.94(2H.s 
)A69(2H,s),6.77(1Hd,J=8.4Hz)7.15- 
7.21(2H,m),13.00(1H,brs) 



0-1-7 0-1 



Me O 



H.H 



126-127 



1 .94(3H r s)2.1 7(3H t s),3.28- 
3.32(4H,m),3.67- 
3.70(4H,m),4.61(2H,s) f 4.90(2H,s),6.72- 
6.86(3H.m)12.89(1H,brs) 



0-1-8 0-1 



Me S 



H.H 



157-159 



2.21 (3H,s),2.24(3H,s),4.02(2H,s),4.66(2H I 
,s),6.65(1 H,d, J=8.4Hz),7.20(1 H,dd, J=8.4, 
2.4Hz)J.22(1H.m)J46(2H,d,J=9-0Hz),7. 
63(2H,d,J=9.0Hz) 



0-1-9 0-1 



XT Ok 



131-132 



2.22(3H,s).3.93(3H,s),4.66(2H,s)6.62(1 H, | 
d, J=9.0Hz),7.1 4-7.1 6(2H,m),7.27- 
7.33(5H.m),7.42-7.45(4H,m) 



0-1-10 0-1 



0-1-11 0-1 



H.H 



131-133 



Me O 



2.22(3H.s),3.93(3H f s) r 4.67(2H,s)6.62(1H,| 
d, J=8.1 Hz),7.1 0-7.1 4(2H,m),7.30- 
7.47(6H,m),7.70(2H,d, J=8.1 Hz) 



Me.Me 



115-116 



1.76(6H,s).2.20(3H t s) ( 2.37(3H,s),3.78(3H| 
,s),4.56(2H,s) f 6.49-6.50(2H,m). 
6.67(1 H f m),7.75(2H,d J=8.1 Hz),7.84(2H,d | 
,J=8.1 Hz) 



[0 2 0 3] 
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1*13 1] 



No 



R1 



R2 



Xt 



0-1-12 



0-1 



F 3 C* 



XT 



I 0-1-13 



0-1 



Me 



R3.R4 



H,Et 115-117 



NMRCCDC13 or DMSO-d6) 



1 .07(3H,t J=7.5Hz),1 .98-2.1 6(2H,m). 
2.20(3H,s),2.29(3H.s),4.04(1H,t,J=7-5Hz) 
,4.65(2H,s),6.61 (1 H.d,J=8.1 Hz), 7.1 0- 
7.14(2H,m), 

7.74(2H,dJ=8.4Hz)J.81(2H,d,J=8.4Hz) 



H, 

F-C6H41 



110-112 



2.29(3H.s),2.20(3H.s),4.67(2H,s) t 5.29(1H| 
L).6.59(1H,d,J=8.4Hz), 6.96- 
7.15(4H,m).7.32- 

7.37(2H,m),7.73(2H,dJ=8.4Hz),7.79(2H.d| 
,J=8.4Hz) 



3-1-14 



0-1 



F 3 C 



HO 



H,H 



2.23(3H,s),4.1 1 (2H.s).4.66(2H,d, J=3.6),3.] 
34(1H,br.s),6.64(1H,d,J=8.4Hz),7.16- 
|1 38-1 39 7.29(2H.m),7.77(2H,d,J=8.4Hz) ,7.95(2H, 
d,J=8.4Hz) 



! 0-1-15 



3-1-16 



0-1-17 



0-1 



jy 



MeO 



H.H 



2.24(3H,s),3.43(3H,s).4.12(2H,s),4.46UH| 
,s),4.66(2H,s),6.65(1 H.d, J=8.5Hz), 7.1 8- 
|105-107 7.24(2H,m)J-76(2H.d,J=8.7Hz) t 7.88(2H. 
d,J=8-7Hz) 



0-1 



0-1 



jy 



a 



H.H 



2.23(3H,s),2.49(4H,m),3.62(2H,s),3.69(4 
H,m).4.1 8(2H,s),4.64(2H,s).6.65(1 H,d, J= 
H 9.0Hz),7.18- 

|CasHC,Mlt> f J=7.8Hz) 1 



H.H 138-139 



2.23(3H,s),3.83(2H.s),4.12(2H.s).4.66(2H| 
Ls),6.64(1H,d,J=9.0Hz),7.1 1- 
7.16<2H,m).7.24- 
7.31(m,5H),7.08(2H,d,J=8.4Hz),7.76(2H, 

d,J=8.4Hz) 



0-1-18 



0-1 



jy 



H.H 



2.23(3H,s),3.97(2H,s).4.67(2H,s),6.63<1H| 
h „ 1M .d,J==8.1Hz),7.08-7.26(7H,m), 
123 7.70(2H.d,J=8.4Hz),8.22(2H.d,J=8.4Hz) 



0-1-19 



0-1 



Me 



H.H 126-127 



r2-24(3H,s),2.44(3H,s),3.92(2H.s).4.66(2H| 
.s),6.64(1 H.d, J=8.1 Hz),7.1 8(2H,dd,J=8.1 , 
1.8Hz),7.22(2H,d,J=1.8Hz) 



0-1-20 



0-1 



Me 



jy 



H.H 



oil 



2.21(3H,s).2.40<3H,s),3.98(2H,s),4.66(2H| 
,s).6.60(1 H,d, J=8.1 Hz).7.08- 
7.1 2(2H,m),7-42(2H,d, J=8.1 Hz) ,7.68(2H, 
d,J=8.1Hz) 



3-1-21 



0-1 



Me 



jy 



0-1-22 



0-1 



r jy 



F 3 C 



£X 



0-1-23 



£-1 



F 3 C 



XX 



™Ty 



H.H 



2.25(3H,s),2.49(3H,s),4.62(2H,s) f 5.02(2H| 
Ls).6.65- 

153-154 6.73<3H,rn),7.50(2H,d.J=8.4Hz).7.68(2H. 
d,J=8.4Hz) 



H.H 



|2.22(3H,s) t 3.95(2H,s),4.67(2H,S),6.62(1 
H t d f J=8.1Hz) f 7-11- 
136 5-137.5 7.14<2H,m),7.47(2H,d,J=8.4Hz),7.60(4H f 
s)J.72(2H,d,J=8.4Hz) 



H.H 



128-129.5 



2.22(3H.s),3.95<2H,s),4.67(2H.s),6.62(1H| 
,d, J=9.0Hz),7.1 3-7.1 5(2H,m),7.50- 
7.74(8H,m) 
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No 




R1 


R2 


X1 


R3.R4 


mp 


NMR(CDCI3 or DMSO-d6) 


0-1-24 


0-1 






s 


H.H 


135-136 


2.23(3H I s).3.84(2H,s),4.12(2H i s),4.67(2H 
,s),6.64(1H l d l J=9.0Hz) l 7.1 1- 
7.14(6H,m) t 7.71-7.72(4H,m) 


>5-l-25 








s 


H,H 


196-197.5 


2.1 9(3H T s),4.1 3(2H t s),4.55(2H,s),6.63(1H 
( d f J=8.4Hz)J.28(2H,mX 7.41- 
7.43(3H,sX7.53(2H,sX7.79(2H,d,J=8.4Hz 
) t 831(2H,d f J=8.4Hz) 


£-1-26 








s 


H.H 


137-138 


2.22(3H,s),3.87(2H,s),4.16(2H t s)A65(2H 

<AfiR1f1Hrl l=QOH^7 14— 

7.21(4H,m) f 7.34- 

7.56(7H,mX7.70(2H,d,J=8.1HzX7.78(2H, 
d,J=8.1Hz) 


£-1-27 






BuNHCH2- 


s 


H.H 


177-178 


0.84(3h,t,J=7.2Hz) f 1 .22- 
1.45<4H f m),2.l4(3H,sX 2.56 
(2H,t,J=7.2Hz), 

3.72<2H,sX4.27(2H,sX4.63(2H,sX 
6.76(1 H,d,J=8.4HzX7.1 5-7.23(2H,m), 
7.91 (2H.d, J=8.4HzX 8.08(2H,d, J=8.4Hz) 


p -l-Zo 


p -l 


XX 

F 3 C^^ 




s 


H.H 


150-152 


2.24(3H,s),2.93- 

2.30(4H,m) t 3.79(2H,s) f 4.67(2H.s),6.65(1 
H,d, J=8.1 Hz),7.09- 
7.29(7H,m) t 7.70<4H,s) 




P 1 






s 


H.H 


141.5-142.5 


2.23(3H,sX3.84(2H,sX4.12(2H,sX4,67(2H 
,sX6.64(1 H.d, J=9.0HzX7.1 1 - 
7.13(2HjnX7.24(2H,d,J=8.7HzX7.56(2H. 
d t J=8.7Hz).7.71(4H,s) 


0-1-30 








s 


H.H 


130-132 


2.23(3H,sX3.85(2H,sX4.13(2H,sX4.67(2H 

,s) f 6.64(1 H,d,J=9.6HzX6.99- 

7.1 5(5H r m),7.30-7.35(1 H,m),7.71 (4H.s) 


£-1-31 


0-1 




F 3 C 


s 


H.H 


127-128.5 


2.23(3H r s),3.84(2H,s) ? 3.84(2H f s),4.67(2H 

t s),6.63(1H,d.J=8.4Hz) f 7-1 1- 

7.1 4(2H,mX7.27-7.53(4H,mX7.71 (4H,s) 
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No 




R1 


R2 


XI 


R6 


R 10 


mp 


NMR(CDCI3 or DMSO-d6) 


0-1-32 


£-1 




Me 


S 


H 


Me 


121-122 


1 .65(3H.d, J=6.9Hz),2.24(3H.s).4.0 
3(2H t s).4.77(1H.q,J=6.9Hz).6.82(2 
H.d.J=9.0Hz).7.34(2H.d,J=9.0Hz),7 
.74(2H.d,J=8.4Hz).7.81(2H.d,J=8.4 
Hz) 


£-1-33 


£-1 




Me 


S 


H 


Et 

^O^COOH 


116-118 


1.09(3H,t,J==7.5Hz),1.99- 

2.04(2HmX2.24(3H,s),4.03(2H,s).4 

.56- 

4.60(1H.m),6.82(2H.d.J=8.7Hz),7.3 
3(2H.d,J=8.7Hz).7.73(2H,d,J=8.5H 
z),7.81(2H,d.J=8.5Hz) 


£-1-34 


£-1 


F a cr 


Me 


S 


H 


O COOH 


75.5- 
77.5 


0.97(3H.t.J=7.2Hz),1.50- 
1.60(2H,m).1.91- 

2.00<2H.m).2.24(3H 1 s).4.03(2H.s).4 
.61- 

4.65(1H,m).6.82(2H,d.J=8.7Hz) < 7.3 
5(2H.d,J=8.7Hz),7.73(2H,d.J=8.7H 
z).7.81(2H.d.8.7Hz) 


£-1-35 


0-1 




Me 


S 


nPr 


^CX^COOH 


85-87 


0.89(3H.t,J=7.2Hz).1.51- 

1.63(2H.m),2.24(3H.s),2.58(2H ? t,J 

=7.2Hz).4.03(2H.s)A66(2H.m).6.7 

0(1H.d.J=8.4Hz),7.17- 

7.24(2H,m).7.74(2H.d.J=B.6Hz),7.8 

1(2H.d.J=8.6Hz) ! 


£-1-36 


0-1 




Br 


S 


H 


^.O^COOH 


150-151 


2.24(3H,s).4.03(2H.s),4.66<2H.s),6. 
65(1 H.d.J=8.4Hz).7.21-7.26 
(2H.m), 7.47 <2H.d,J=8.7Hz), 
7.97(2H.d.J=8.7Hz) 



[0 2 0 6] 
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- j#«&*b*.«B^l f- M 5e ALUMINOUS CT-9000D (DIA-I ATRONtt) £ ffl V* fc 0 

[0 2 0 7] 
I* 1 3 4 ] 



No. 


EC 50 (nM) 


hPPARS 


a -7-3-1 


9.5 


0-1-15 


1.5 


yS -1-8 


11 



[0 2 0 8] 
[$13 5] 



No. 


hPPARa 


1//M 


lOjt/M 


£-1-32 


22.9 


44.5 


£-1-33 


18.4 


40.7 
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